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li OtMSOt-C*'}, 5»W»S7 2l^ia|-C**o 

««> «T^3*">K«X»iT>*-Ta i±, 7**y&«*IMbi»£ 

?>- y**-9->\ y> h*->*^>^ i?xf 1/ > ^ 'j 3 - JVy > f fl/x - T ;VW ± 9 * 
*9S-*'. n-yn/V-^, ^v^n;V-;K n-"7** 

14, 1 NfF575S 1 0B#F B 1-C&&o 

y=.)VB fb7t Fnf t7 1 - x h^yxf 9 ^I^^^l-C^ 

i jWKi*. «tfb*» ; ; > y 3 

;v*nfj=m p - > ;vx y ^ >f © i ^ 4 7* v > x r 

$)xJ£ ^^-9->> ^7 P ^>. V^n^>, 7 ftfltflfr^fbT^K ; 

mfE# 2004-3101242 



mm 2003-434312 



56/ 



yitmt^m ; jm***>k vm*-*-** jm?**** &mzn-)v smv^w 

^^.g-V -^^yirA yxfl'V^'J n-^V^f^x-f^iHx-f 

^yy^-;K 1-79 J ^V7 5^7*3-^ j;xfV'/^3-*, ^ 
y-bV^ jJ-^^-zK S/*n's*^y'-/K ^fJHrnv;V7<OJ:H7;V3-^i 

Risiasx^Ri&^iHitt. nc*Mfr&%, ^/Bsa&m, 

tuv^^*x^*4«^li, at. *»afe<o«K**»«rSBOlljftS*trib iv-Bt 

te»7/v*>H&, |;®7JV7-x;vSXI«7;v^-)H 

-tiaras tc^ffl $ ti * . ±b * ^ # * -> * i^*^ * is fcteJB $ tL * 
; b'jfA, *BMt* v7A©i^ ar** y ; xt± 

*-C**U*#fcRj&tt*v^ ttiltf. #i'J^OT#ixxr7-b*t^So 

iB*r«»«& * *>m£-»«n? & u . »aucj±. t ;v a. - )vm * 9 ; - 

* ' ttw&*VEu&v*mt> nMWfrfr*. *#mmzx raj-Rg 

i 3 i*u^Kj*5£ k i * ^mmmx-$> v . m& $ *l-c & £ v> 7 7 * ;v 

Xli»V7A, V ->A©iH7Ji'*y4Wlft»*i''^ 

ffi|iE# 2004-3101242 
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^-v : 57/ 



jsaaeti. oic75MM#ia-e*o> Rj&i*nu\ 5*w»si 2i*wc**. 

-fb*c**-^>-«^ h^y, *^vy<DZn*^mmmtimm', ^d^a, v 
Bfflfca^JK ftm-/ntf;K ii/f;v, ^y'xf;v©J: 3 * J-^-r;^ ; 

x.9J-fS n -:/n^V-;K ^f7^n;V-;V, J -fr. 4V?9 J.-K, 

t --f9J-^^ >fV7^7/l'3-A', ^xfl/y/ija-*', ^'HTA * 9 9 J ^ 
-)V isfwdf-V-y-fl/* ^fHOV^ i^j:7;V3-^i ; WA75 K, 3> 
^fWjVA75 b\ y^W^b7? >\ ^Wf ;W 'J 75 KOi^ftT 

RJ6«KI4, i«»i:i9#4*a», "2 0t^ 

Rj£li#WMU K#Hfcfr«U «ffl$tt*Bft. JGUSftfle^fc J: <9H&&tK A 

t ^ tt ^si^^ * - * * , v * - ;v«^s^^-r a m K&m 2 * c 

^fi^^ j5lx.ll ^^-"J-^, ^"79y, Vyujy^ 5^|j.-'r;v^>J: -? *fl H aeM^ 

9uu*9>^ 1, 2-^nnxr A Ea«Mklft*«> J: d ^^n^Wb^kTfc^m ; ft 
m^-T^K ftixf-^z, f^m^nii;v, ^§7'f;v, ^xf^iVi^rJH; 

mSE#2 004-3101242 
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^-v : 58/ 



n -^n/^-;w ^v^;-^ n _^/-;K -fv/^-^ 

±|fl^-e«L^SfiMb^o«^iaj±^^^^i6. its:, »«S*tt. ^ DVh 

fflfiE# 2004-31 0 1242 



#M 2 0 0 3-4 3 4 3 1 2 ^- v ! 59/ 

|Sj±$*4Cli:**-e&*o HRttfcli. *r»S 0 (3 4 0-4 0 Ome 

sh) ifctt*±*/'J ->7ft*»*4ftt*BW- 3 0 0 (3 0 0mesh) oftlim 

x-f >^->V **** (2 00-300mesh) 4^fflv>4 t fc §BU 
^tt, 0 OHifcliNAM-3 0 0Htffiv>4;Hfi Jc , £ 

~*%WK&2>ft&m (i) *»7'j-#tuftf)iim> «riao^% (i) **3&& 

(l) (i) vVLtfcMK** (i) ^TKSitit LT#«b 

(i) " 7 ' J -*K* mz ** x **l*^%Z%i** 

Sfc ^^K'&Mt^ (1) fcwc»fc*L***«>*te# («x.HT»W*ttfls ^ 
^i*K*-^<***tt^ iHE*ttfr» 53E*14fl^ 30 tt. 

tfBxtf^S^n^ h 777^ 3d7A;n-7l>^77^-> ^^7h^77^-> 
±BAft, Btt, Ctt, Dft, E*, Fife, Htt, Ktt, Mtt. N*, Q* 



[0 1 0 ol 

( 2 A) OlBITjfe ( 1 - 1 ft) 
[0 10 1] 



mtE# 2004-3101242 
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y^-V \ 60/ 




1-1 




V o^§IiProl«*n^«^M (2 A) (1) K 

a R2 3 a, R3 0 a, R3 1 a^^R3 2 a fcWfcW** c*4o 

*. tt t _ ^ ^7x-^->'J;i/«iHl^^^ ^ *' 'J ;v **> * ;v 5 ;v * fc f ■ 

5,»^*Oi«fflir*3*V**#^ 2, 2, 2-hy*nn*h+v* 

tt\SE# 2004-3101242 
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^-v : 61/ 



^v^>v;K 3, 4 - v,* h ^v-^v^K 2--bn^>y;v, 4 -— Yu^oVH/ 

j*h3^>^>^;K 4--fn^Vy)K x>4f^*^-^, t-^h*V*^#— >U4 
fcli'O' v^v* v # 0 



[0 10 2] 

(2 A) <^m«fe (1 
10 10 3] 



-2 80 
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^-v: 62/ 




1-2 




(2A) 

ft*% (1 2) fc*RJSMfrfr» (2A) tft4*vOV^ «Pr 

£fc£J:»K ft** (2A) (ft** (1) X 1 ^flJWPCfcSft***)**!- 

_tfg;**-AK:i3V»T. n^itmi 4e>W:R 1 0a, R 2 0 a. R 2 1 a. R22a 
, R2 3 a, R3 0 a, R3 1afiit) f R3 2 a {itffifc?>k<7> t itit^Jo 
HProl li^JR^tfctilWa^P r o 1 * t IWI^Sr^-f o 



[0 10 4] 

ft** (2C) <DWk?k*&: (l-3fe) 
[0 10 5] 

ffi!E# 2004-3101242 
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^-v: 63/ 



Hfc3 1] 




0 ) tfriBO-fk^ (H) t fcJRiS U owt, &m&P r o 1 ZtK±<) 
. (2C) *«jf-r*^T?**o 

±8B**--Mzfcv v r. XI. n,Wla,Ml biSil^P r o 1 *^CR 10b, R 
20a, R2 1 a. R2 2 a. R23a, R3 0 a, R3 1a*iO f R32 a \±tR&<D i> 



[0 10 6] 

(2C) <0*3&#ft (l-4tt) 
[0107] 

ffigE# 2004-3101242 
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Hfc3 2] 




(2C) 

1) (16) tZRBL, ov>-C, <^»3feP r o 1 t KJ: 

> It^t) (2C) *»jfii-a^S^**o 

±fg**-AK£^T. XI. n. Wl a. Ml^iCP r o 1 fcfctffcR 10 b. R 2 
0 a. R21a> R22a, R23a. R3 0a. R 3 1 a *3 J: XfR 3 2 a tiM&£> *> *> 

[0 10 8] 

(2 A) ?>§£d£?r& (1-580 
[0 10 9] 



miE# 2004-3101242 
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65/ 



[it 3 3] 




21a 



HPro 1a — NH 2 
(33) 



1-5 



23a 



R 31a 

R3 VK 

HN J 



^30a 




3 22a 



,21a 



*>20a 



(2A) 

iMi^ftT, -fk^* (19) Mfr&W (3 3) fcfcRf&Ufrfrtt (2 A) **r*J- 
i«t^KJ:?«aProl.*iS*i-*£k«0, <t*» (2A) (*«« ( 

±B **-A»c*v*T, n , WK El. E2*J:O r E3*e.O t ICRl 0 a. R20 a ; 
R2 ia, R2 2a. R2 3a. R3 0a, R 3 1 a & * VR 3 2 a (tUftO <b © 14* 

HProla tt**K^-4fc»±TiBP r o 1 a «r*"J-*"C**« 
£fc Prolali^VK 4-^*v^fK 3, 4-y^^^>^K 2 

-Cab 0 ^ $frt&'{*> ^>^/Hfet?*So 



tBSE# 2004-3101242 
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^-v: 66/ 



[0 110] 

ft&vo (2 a) <nn.m.-%m (i-6£) 

[0 111] 
HIS3 4] 

R 22a 



E 4 R 23a 



Pro 1 N 



/ 




HN- 



\ 



R 10a 
(34) 



1-6 



R 31a 

HN 



k30a 




-R 



21a 



3 20a 



1 , N \\ // 



-R 



,21a 



->20a 



(2A) 

«Prol«*tKii:i^M (2 A) (1) C**t*Xl*»fi! 

±B**— MC*vvC, n,Wl, Prol, E4, E 5 * i E 6 & * ttk R 1 0 a > 
R2 0a, R2 1a, R2 2a. R2 3a. R3 0a. R3 1 a^MS 2 attt«© 



ffi®E# 2004-3101242 



#M 2003-434312 
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[0 112] 

4t&m (2B) WtS^jfe (1-780 



[0 113] 
[ft3 5] 




1-7 




-,21a 



V / 



(2B) 

9 "St (2B) Wfrfr* (1) fc*l**Xli«-CH*Tr**<fe««>«*> 
R2ll R2 2., R2 3a. R30a, R3 1 a^R3 2 al»^^t 



> o 



tbiE#2 004-3101242 
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68/ 



[0 114] 

tt&m (2B) (DmM^m (i-8^) 

[0 115] 
[ft3 6] 



,23a 



31a 



Pro 1 N 




W 1a + w 1 




3 22a 



V / 




21a 



(25) 



1-8 



3 32a 




,21a 



(2B) 

S (2B) (1) ^^Xl^-CH-if^M« 

Rf ot7R2fa R2 2^ R 2 3 L R 3 0 a, R3 1 3 2 . BUBO 



ffiSE#2 004-3101242 
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^-v: 69/ 



[0116] 


(2 B) <OM 


[0 117] 


Hb3 7] 




j31a 










Pro 1 N 




\ 




F 


^30a 



3 23a 



3 22a 



=o + 



M 



\ / 



,21a 



,10b' 



,20a 



(37) 



(27) 



1-9 




(2B) 

^fSte^J*, TO^#W*R£T, (3 7) hit&W (2 7) (1"& 

y^->A^^^{±^U-^-^m) tZKBl- (1-9-H8) * 
^"btL^^^^^^^MiOTKmtt^MTGL (1-9-2X8) , ££>K, « Pr 
o l^*i"^-ttCil9, (2B) (lb£-% (1) Kfctf&X ltf^-CH-^C 

.hiS^-A^^T, n, M2^J:tfP r o 1 KbmzR 10 a, R 1 0 b, R20a 
, R2 1 a, R2 2 a, R2 3 a, R3 0 a, R31a^i^R32 a tiftf^* t R 

[0 118] 

(19) <7>m^fe ( 2 so 

[0 119] 



ftSE# 2004-3101242 



#0, 2003-434312 



^-v: 70/ 





2-3 




(39) 

(19) 

ft** (1 2) KN-T**A^tmTft«(38) 
Ifl f9-1T») ov>T? (3 8) |CN-7^MW!l4*ttN-*/Hl'-* 

*et\ ft** (3 9) izmimtEu&^-cib** d 9 > ^ 2 3 

(CO) E 1 -3£fc$§SOHiiLrt:2fe"?**o 

ft*, 2-lXS*J:tf2-2XStt, tWraoAttCKSCTfr^ii:^**. . 

A (PCC) -^ASeUV^A (PDC) <D£l%*u*®M. Dess-Martin^ 
M Dess D B ~Martin J. C. J. Am. Chem. Soc . (1991), 113, 7277) , *ttMSM 

(VII) fh7^e;V7^-^ (TPAP ;UyS. V. et al., Synthesis, 
(1994) 639 ********* K-*ft***y* (SwernWJl D. Sim 
et at , Synthesis, (1981), 165) « ^ ft ******* " 

miE# 2004-3101242 



#12 0 0 3-4 3 4 3 1 2 ^-v : .71/ 

**"C&, M^Ji, v^^;v****v K-«L-fk*^y^ (SwernM) -efc& 

Ke»ntt, mm*, tt*. a** o. i»*ioo 

_hSBft^» (3 8) , (3 9) S^tt-fb** (1 9) \±, JOBKJ:»>#&*.*RJ& 



fciJSE# 2004-3101242 



#M 20 03-434312 



^-v: 72/ 



[0 12 0] 

it&m (21) 

[0121] 
[it 3 9 ] 



fcilMfrfrW (3 4) W«iS^r*fe (3ft) 



E 8 OH 



PR 403 NH 



(40) 



-OH 



PR' 



40a 



3-1 



(41) 



/ 

\ 
W 1 




■>22a 




3-3 



PR 40 




(42) 



tBStfli« (4 1) *# (3-118) . wc, fls*W (4 1) **fcUMH* < 
4 2) (3-2X8) , Sfcfc, <fc^» (4 2) fctmo-ffrfrW (1 2) fcfcRJSL 

T >fk^ (2D (34) **urr*:*fe (3-3x8) 

±|fi^^-AHi3V>-C. Wl> E4> E 5*ilFE 6*fctffcR 1 0 a, R2 0 a, R2 
la, R2 2 a*iO f R2 3 a litWit© t Ofc W««"C**o E 8 liBfa^E 4 

(CO) E5*t#*©^aLfc*-C**o $?>t, PR40alif^R40afc|5Jf 

**3, *2f&<7>3-lX8f*. m^coAfttcmCT^^-^^T^, Sfc, 3-2Xfe{i 
, Hfj^02ft (2-318) fc*Ct*r SfelC, 3-31814, m<OC 



ffifE#2 004-3101242 
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^-y. 73/ 



ft#% (2 4 A) , ft** (3 6 A) , it&m (2 2) , ft** (3 5) . ft*t> (2 4 
B) jsJlFft** (3 6B) OUA^ife Ui£) 
[0 12 3] 
[ft 4 0] 




4-1 

► 



R 31a 



4-3 

p R 40a N ' - \\ Hal 



R 30a 




(24B) (36B) (22) (35) 

wtttt, *«te*;#w*H«T, ft-fr* (4 3) 

^^i^tiAU, ft** (2 4 A) tfclift** (3 6 A) £# (4- lXfe) 
ov^t, ;<9^9A (0« «0#«T> ft** (2 4 A) Sfcttft** (3 6 A) 
**^*«IWI**:tt^^«W«fc»6^ Itaoft-Mfc (2 2) Sfclift** ( 
35) ^ (4-2IS) . ffi|fe©#«ft*3ttt*#«ft- ft^» ( 22 ) **= 

lift** (3 5) i:^ny>W^^Lt, ft** (2 4 B) Sfcttft** (3 6B 
) 4 (4-3XS) -C*** U 3) fctttt, Any>fl*t 

ft** (2 4 A) 4fcl±ft** (3 6B) *«j£i"**ft-C** ( 4 - 4 131 

±iB;**-Afc*v*T. n^^R30a, R3 1 a, R32a*it) f PR40 a «i«TJfe 
Sfc, Ha lttiJHMK^ J^W^Sfctta**^*^- 

Ml bti, 5£B (OE 1 0 c ) 2 3g*fctt5£S n (E 1 0 b ) 3 m E 1 ttC 

i_6T;w^;v»^^tt2o**-^tc*o-c, ^;^;eem£*L-c^-r iv>c 2 - 3 
t;v*v>^£tfU E 10b iiCi-6 7;v+iH^t) 
T f (± b V 7 fr^-v^ 9 >.x;v* — ;v^"C«b^>o 

ffiiE# 2004-3101242 
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^-v: 74/ 



*£*L*v»*©***t«»fcBUfc«** v ^ JMM&fctt, '^^^ 

>i^i, 'JfH^ (h'J>WJn/) 75 KSfctiV^Av-f V 

w«*c*«-r**^RJSi*Mtt, urn. rjssljk^j: J® 

MEO-frS:^ David Crich et.al., Synthesis. (2001), 2, 323* if CB«S *t**« 
<&J:d£, y^nn^r/i^ffiM^ 2, 6 - V- t -Tr*- 4 
y^^i^itWm (4 3) K.Y n**n^^**>» 

(*'oy|x^7^«ttt^l (2 2) , lb^t> (3 5) <DU&m 

^^vK, ^j^r/^^^W^yKS^^ yxf;vx-r;K V 7 

ffnKu7?y, S****^ ^^^^ * JX -+\ y **L 
^;Vy>f^x-r;Vtf)J:^^-T^ J 

i^7-7^i, fh7^F'J7xx^7r^7y^©J:H0l^7-> 
e,Ai^pf4ifc^i,ffl}:!t [1, 1 (77x^7^) 7^ 

n-fey] '^nn^V^A (II) T*&&o 

(^X»3»#fcLT^fb#W (22), -fb^tJ (35) W«*£) 

y^f;V7-kh75 Fx f >t f 'J 7 3 K© ± ^47 5 K«o y ' lf;VX 

yxf l/V^'J 3-;Vy^f^x-f^i d -f W * - * - 
(i x-f (#t;f Kn7 7>) "tr^>^> 0 

j*»*^jftLftv>4o-e**tl»^IR3fe»44v^ *#»fctt> rf7^ 

miE#2 004-3101242 



#M 2 0 0 3-4 3 4 3 1 2 ^- v : 75/ 

)V*X74» (0) , MJ* (^>yVf^7th» vV^v^A (0 

«jflS*t*^XWIkL-CI±, A*t>f)Htf (IV) . Airt^JV-ttUV 

A ^ t7x -,v-ff (iv) ^fs^fc^-ei. »aictt^*>^^-i-i- ( 

jgKfi, 5 07iM8 0 T:T-&&o 

K&MtiU HtfMMK »*U Wl. WMftlcJ: ****** 1»58WC* 
fcS, ±IS^fe^S^-r^^:mi:LTii, KurtRitterfcOSynthesis 1993; 735-762£a£ 

(4 3 ~T" ) 

&<75T-£&t*U£#^SEte&v^\ *#»KI±, ^n*jVA, s>*nn>*>\ 1, 2 

iMfflt5i^tLti«th'J^, tryy>, tb'J7A^ 

S£Utt, tfUMMK ttM, KBCJ: ******, - 7 875M2 5TCt?*0. # 

Kiei»na. «k ****** a*. i»S2 4iwe 

b\ JUfc**-*. =*ftO^ 2, 2, 3, 2-^^*** 

l*=ttflS*>U 2, 2, 2->yrn*-l. 3, 2 -ty*/****** 

&&&ku. m»K*K ww, taet»)*4*^ a#o»s7 or***. 

& o 
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[0 12 4] 

4t&%0 (25). Vc% 
[0 12 5] 

Mb 4 i] 



-ffc^-W (2 7) fcilffte* (9 A) ©St^j* (5 SO 



3 23a 



22a 




,21a 



5-1 



R 10b M 1b 



(14) 




21a 



(45) 



(9A) 



5-2 



3 22a 



,23a 



,22a 



7-< 

ink' N_20a 



,21a 



5-3 




21a 



(25) (27) 
tt&lt *flH9i*5ffl'K ^7 7^ (0) JMco^T, <K&® (4 5) fcfltifc*Hfr& 
(ft (14) fcfcRJSL-ClfrfrW (9 A) *fc (5-1XS) . WC, (9 A) H 

•J f- a ft»J £ *i U - * - ^iSHS-fb^J £ RiE Uk&W (2 7) (5-2 IS) , 

Sfcfc, ft** (2 7) fc***£**»*fctt*X«|***RlSLT, <fc^4» (2 5 

) *»jims(5-3^)n4, 

±fE**--MCi3V>-T:, Ml, Ml b^iO t M24f>0 , CRl Ob. R2 0 a, R21a 
% R22a£«fcU f R23a t± M&O ^<Oh * o 

Ha 1 1 fctt****** 9* Ha 1 2{4Ha 1 i 14 3 * 

*h^-t*d. Ha i ltfj&mm^otzte&mm^ztzteBvmw^-e&Zo 

(5-2 Ig) 

^X5g{±. ^St3ii&ffl*K it^m (9 A) CM^^^V^ASrEtRKJE***** (» 
£&) , SfcWU ffrfrfc (9 A) i^/y-t-«tOP^"7^iy^-^ 

( 1 ) lE^c^fe 

f^x-fjuoi^x-f^ AWfn/T/»>U75 KOi}*U >t7 5 K 

miE# 2004-3101242 
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: 77/ 



iSSiU £** OA) *#*KRfi>*»cilD*.*. W6*T«, ±«+KHfc** 
(2 7) tf"tj£U #*t*i:fcft<, *©I8P«iBt*. 

as****, **u -2 o^m 5 om^ 

Kf&R»n». m»««-, mm. urn, om ^ x 

( 2 ) faJ3S:'££ 

^ (9A) i^y^ne^vny^yn? K^^RKtt, (2 7) (■* 

ta^nv^ft**) (27) « 

T'j-^'jf^ARi (27) *au6-r*#8n?*>*« „«^ R? ^ 5t .™*^ 2 . 

®hti°2>lt<&® (2 7) tt, JMrf*-fc&<. *roi8i:«it4, 

(5-3 18) 
^Igtt* Hit- J: «)*fe* t *ft*o 

*i*ii5-2XST^^U^U^^A^J4^{i^ , J-^-^^^ < 27) 
p^#n^fJi4»kBSt^y|Rlfl5« (2 5) *«ti-*X»-C** 

T3 "7 t7 ^/ ^ ^) 

D^'j^^xxfJK h'j>f;v*^^r^J:^^'J7W^1^7- 

ffigE#2 004-3101242 
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78/ 



«D7K^Mt?#, #n'/W»ft*« (2 5) iSJitiit^i*. • 

a»ci4, - 8 0M3 or-e**. " rtttkBB ^ 

^{±5-2I^-e^L/i';^^A'fb^Jt7t{±^'J-^-^m'fb^J (2 7) u 
T^i-^njfch 'J7^^J^«i^UXS»» (2 5) tRfitSIgt 

^^i-x^Oi^ftJ--"^;^ Airt^fJHJ>f h')7§ K©J:H'J>H7 5 K 
077'/) "C$>-i)o , . 

5S^{±, - 8 07^3 CC-C&^o 



mSE#2 004-3101242 



#0 2003-434312 



^-v: 79/ 



[0 12 6] 

tt&W (9B) (6ft) 



[0 12 7] 
Mb 4 2] 




(48) 



*^fti±, ^flMtaaot^ ^°7v*a (o) »jhe<7)#<et, (4 6) tta©^ 

% (1 4) ttBSLtfttf* (4 7) (6-118), ov»-C, ft** (4 7) K 

® l T)V*)vm\*fc\mT7**Mm*WJ&^-i:it&%l> (4 8) (6-218) ' , 
ZhKil&m (4 8) ©7 x y - f U 7^t n ^ y ^ ;v*-;vs^*A L 

Xil&m (9B) (6-3X8) T-£&o 

.hIB**-AK£v»t\ Tf > Ml biS-fctfHa 1 fcfctfKR 10 a. RlOb, R2 0 
a. R2 1 a, R2 2 ai3j:tfR2 3 a (iftT&O *> <0 t H**T* &o Sfc, R 1 0 0 J* 

^ g 2 131) 

tffi^a«artt> itifHk^***48S»»l, *X8<oRjB*ia#i-* 
fe©T?fctt*u*#fcRJfett*^^ *#»k»±, x^-zk ^vyn^v 

ffiSE# 2004-3101242 



#M 2003-434312 



^-v: 80/ 



ml mm. *ft**»«»««)J:nrv^^t9 kbms. ^^'^^ 

£i3 JilS^Strffi^-r^^t LTfi, M. Vivekananda Bhatt, Surendra U. Kulkarm 
^[Cleavage of EthersJ Synthesis. (1983), 249 is X £fT.W. Gree 
ne. (Protective Groups in Organic Synthesis) , John Wiley & Sons: J.F. W.McOmis, ( 
Protective Groups in Organic Chemistry) , Plenum Press &^lrf& ^ tit*"?* &° 



ffllE# 2004-3101242 



#M 2003-434312 



81/ 



[0 12 8] 

item (2 5 A) oKii^ii (7 ft) 
[0 12 9] 
[<fc4 3 3 




(9C) (25A) 

afcfrifctt, 3FflH£*5lW*. ^5^">A (0) jttilt©#HfiET, (9C) 

jRKaitfctt^xAjisttK*RJ&UT, (2 5A) 

J:B**-Afc*5V»T, Mlb*3«fca f Hal&<ba f £R10a, R 2 0 a. R21a, R 
4£<£> (4-218) KSUDTtrd ifc*«Tr#4o 



[0 13 0] 



&fiE# 2004-3101242 



#jp 2003-434312 



^-v: 82/ 



(i 3 a) <DWg%m (sm 

[0 13 1] 
[it 4: 4] 



23a 



3 22a 



R 



31a 



->32a 



->40a_ 



X 





R 
(8) 



30a 



,31a 



R 30a 




,20a 



(51) 



8-3 



3 22a 



■>32a 



y«3a_ 



p31a 



R 3 ' 



,0a 



TfO 




(13A) 



(1 3A) (8-3X8) 

ffiiE# 2004-3101242 



2003-4343 12 



^- v : . 83/ 



±E^*-A»w*v^, Tf. n^iO'RlOa, R2 0 a, R2 1 a. R2 2 a. R2 
3a, R 3 0 a . R 3 1 a . R 3 2 a . R 4 0 a£ i^'R 1 0 0 iiHu&O *> V> t W*«t? 
MW1 af±> mf&^Ml alfcliWl a fcH**t?**. 

-2Ig t± tff&O 6 - 2 IS C TTff 0 1 1 3&*t? # . 8 ~ 3 ISI* TW&*> ASfc * fc tt B 



[0 13 2] 
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84/ 



(15) &zxm&m (i 3B) oft) 

[0 13 3] 



Hb4 5] 



5 23 a 



■5 22a 



->31a 



D 32a 



,40a 



><+\: 



NH 
)n 



Hal J 



(8) 



9-1 



23a 



-,40a 



Hal* R 
(77) 



,22a 



21a 



20a 





21 a 



(15) 

-ffc^t/ (7 7) fc^jfeOflS-fr* (8) fc^IlDLtM (13B) ( 9 ^ 1 XS 

j % ov>f, <b^-% (1 3B) RJ&L'T'ffr&W (15) *r**i-**tt O 

-21® tr&&o 

±B^*-AC*v>r, niSi^M 1 & <bm'R 2 0 a> R 2 1 a> R22a, R23a 

R 3 0 a. R31a, R32a^iO ? R40 alif^^t^lttlt*5o 
H a 1 4 liJWKM <9 . Ha 1 3 1±Ha 1 4 a*****© * »i 3 * 

SRlR^t?* 0 , Ha 1 4#a*® : ? : «fc#l±*3R® ; J 1 4 3ttt3 , >^IR : f-^**« 

«tifc© 5 - 2X5g*3£O f 5-3lSifctt 7ftK*£CTfT7 t^lio 

mUW 2004-3101242 
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^-v: 85/ 



f 



1 



[0 13 4] 



tBSE#2 004-3101242 
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86/ 



ite® ( 1 6 A) % it&fo (14) i3 «fc ( 1 6 B) 0«it:£i£ ( 1 0 80 

[0 13 5] 
[ft4 6] 



(R 2 °°)n 




10-1 




OTf 



(53) 



(16A) R 



10b 



-OTf 



10-4 



(R 2 °°)n 



10-2 



(R 2 °°)n 



10-3 



-Hal 




R 



10b 



-K)n 

—Hal (16B) 



"K)n 



(14) R 10b M 1b 



ttmt, *©tt*#J*. ^?Stt^fi^Ti fcli##H^T> tt^® (5 3) £Jfttt 
I^iAttM (1 6 A) (1 0-118) , WC, (Oflfi) fiAft 

O^fcT, (1 6 A) fc***&JPmaS£fctt*X&KI*^*^LT*fr&«l (1 

4) (1 0-2IS) , (14) IC^n^Xk^^RJBLT^tJ 

(16B) Mt^ft (10-3IS) 

(53) ^uryim*m&^-cit&m d 6B) *^7t-r*^fe 
-e&a (i o-4ig) o j , 

_L|BX*-Afci3V>t\ Tf, R 1 0 a > n. Mlb^i^H a 1 {imT^^ *> <0 1 Hftgfc 
T?**o R 2 0 0I4, «rao*lftat»AlH^*tL4ll«*fcRI*«l*W*-*. * 

-sife^CT^f-? it^-eiSo io-4igKHUii, m&v>4 -4igt:*i:t 



[0 13 6] 



ffiSE# 2004-31012 42 
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v : 87/ 



<k&m (12) <Dm&jjfc (life) 

[0 13 7] 
Hfc 4 7 ] 




H,N- 



V / 




(12) 

ik&m (5 4) K=. Yufc&M*EU&LXik&m (5 5) (1 1 - 1 X® 

) , ov»1?, ^tOfST, «*fctt**Ht*«v^ ft** (5 5) *«3cLTft*» 

(12) *«*H-*:*fife (11-21*1) -C*4o ' r *t>oo 
±B**-A|£*V*T, R 1 0 a, R2 0 a, R2 1 a. R2 2 a£j:t>R2 3 a(im% 

Rj6»*tt, ttt*«*k **U WBfcJ: ****** ®^ -2 0»M1 5 0^*9, 
#BlU"{i> 0 75M 8 0 < C"C<b*o 

mfz^ttf-cZ, smelt ^^y-;v-7K^M> x^-^'^f^A7 

(I I) mica 

tBSE# 2004-3101242 
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^-v: 88/ 



Rje^wtt. urn. su&m&Kx o. 5^m4 8b# 

±|B'fb^ (5 5) tfcli'fb^ (12) f±> ±K»wJ: OW^MRi&ft^^^tirJfiL 



[0 13 8] 



ffiSE# 2004-3101242 
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^-v : 89/ 



(5 5 A) <7)M^fe (12ft) 
[0 13 9] 
Hb4 8] 



,23a 



-,22a 



0 2 N 



\ / R 10b W 1a 



12-1 



M 



(56) 



R 23a R 22a 




(55A) 




21a 



? 10b M * 

(14) 



12-2 



,23a 




,22a 



V / 



,21a 



-,20a 



(57) 

) ' *fcl±, fl:^* (5 7) fctWJfeO^W (14) ttRlBLTft*ll (5 5 A) *Sc 

fK??i^;^U^°^Ml,Mlb^mcRlOb, R20a, R21 
a R2 2a*iD f R2 3a(»0^^tit^^o 

^i*Rt«»tJft«U Mil*. ««oft«M#«**B* 

yt^Xfr^^v. «^>^a r**M^ g®****-^ 

mSE# 2004-3101242 



mm 200 3 - 434312 



^-v : 90/ 



77t?7^, h7r/h, f*77^ t,,D ^ y ^, +• 



$*i£iu-*, an,*********-*, f^T'fS^^ 
A, *n****n-**-hy*A, ****** 

±ia»*«JiafcbT»±, nn T *> ^y*H, «Bt. ***** 

±B«MK«2:L-C«i, ^K9t, Mth'^A. vv-h-*, v/ush-*** 
^WwSItVli, y*«*L MUL **** ^*>Wl<feW«««*W*- 

liaSSSj kuii,-»KH * * «> ***** - k g * • 

mtiE#2 004-3101242 



mm 2003-434312 



"C-V: 91/ 



*mw°<Dtt&®*mmt vx&m-rz*^ ^o&mm&vt^ffi^z- o ****** 

ill? ftP5W«)»*ttt. 0. 15M5 0 0 0mg (»H<liO. 5 75Ml 5 0 0m 
g) % fl-ffl#J 14, 0. 5»H 5 0 0mg (ffiKlil. 5J5l5 0 0mg) 
mtMO*4H'&* 0. 3M5 0 0 0mg (» * t < 14 1 5 0 0 m g) * 1 B 

(Dg-fcffllzMMZ ft* & v>Xi$ &v> 0 
[0 14 4] 

^ g v > 




[0 14 6] 
[It5 0] 

##3tm: Bruce H. Lipshutz, John Keith, Patrick Papa, and Randall Vivian, Tetra 
hedron Lett. , 1998, 39, 4627. 

[0147] 
Kb 5 1 ] 

tf* (HJ^;W>V;V) T5KUf->A (lMf b5tKD77^ 17 2mL, 
1 7 2mmo 1 ) , «S*f h?KFn7?> (4 0 OmL) ©S^titffL^ MH^sSt 
4 , K ^ /f7yf ^_ 7 ^>y§-C-7 O'CJBJITfcfciPLfco ^ 4, 

> (I8g, 143mmol) <7>&tJct b 9 t K075>»* (10 0m 
L) £3 Ofl-IW-CiTFLfco RI*ftT-C2l«Wl 0^«»U*:lfe. Kil(:N-7x-^ 
(>'j7^tn^^^fl/*>>f 5 K) (54g, 1 5 0mmo 1) ^iDx.> #^t: 

sa*-e#i&3****& 1 6u»mi«»Lfco _ 

miE# 2004-3101242 
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^-v! 92/ 



1 H-NMR (400MHz, CDCh) m 
5 :0.97 (s, 6H), 1.54 (t. J- 6.4Hz, 2H), 1.96-1.98 (m, 2H), 2.31-2.36 (m, 20. 

5.66-5.69 (m, 1H). 
[0 14 8] 

(lb) 

9 _ u 4 -y>f-A/->»P^>4r^- 1 z^£^0 - 4. 4. 5 5-fb9^f^- 

n . 3. 2iv^^-»»'q^> r 

[0 14 9] 
[<t 5 2 ] 




(19g, 73. 4mmo 1) . v*n 
> (2 1. 5g. 84. 6mmo 1) , 1. 1 ' - * * (-77,^7^ 7xU 
t>^nn;i9^A (II) ^db^^^WM (3g. 3. 6 8mm o 
1) *5J:lF»»*'J*A (2 1. 7g, 2 2 1mraol) «MC '>t^t/ (2 
OOmL) **DxT, + 8 0 1 7 R*IU ^rnnr-r* 

12. 5 g SrY&St-feffttfc^ £ LTWfco 
'H-NMR (400MHz, CDCh) _ N oc or? . 

5:0.88 (s, 6H), 1-26 (s, 12H), 1.32 (t, J= 6.4Hz, 2H), 1.85-1.87 (m, 2H), 2.10- 

2.15 (m, 2H), 6.49-6.51 (m, 1H) ; 
[0 15 0] 

1- C (4, i-V****?***.**- -4-^*f-2-->n^« 




4 _yn€-3--hn7-7-;i/ (3. 3g, 14. lmmol). USS^J (lb) "C 
«t**L3t2- (4, 4-y^;V^DA^-l-x^v) -4, 4 5, 5-xh 
9 n 3,2] ^tH**D7> (4. 0 g, 16. 9mmol),-9A» 

*U*A (4 5g, 2 1. 3mmol) , 1, 2-** (3 0mL) OA 

1 (0) (0 8 2 g. 0. 7 immo 1) *V»t£OWU*»8 Ott 

2 immwhtic 

mtE# 2004-3101242 
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^-v : 93/ 



4^Ate»u «a»*i*»*Lfc«, •**«ffiT«ti ; 2- **£*52* y 

5 g fcHfeiiMfc**: LtUt, 

^-NMR (400MHz, CDCh) aa 
5 • 0 99 (s, 3H), 1.26 (s, 3H), 1.49 (t, J= 6.4Hz, 2H), 1.78-1.90 (m, 2H) 2. 20 
-2.26 (m, 2H), 3.84 (s, 3H), 5.49-5.54 (a. 1H), 7.04 (dd, J= 8.4, 2.8Hz, 1H), 7. 
16 (d, J= 8.4Hz, 1H), 7.29 (d, J= 2.8Hz, 1H). 
[0 15 2] 
(id) 

2 -(4. 4 1 5 -^ h^'>7o.-JVT^ > 

[0153] 
Kb 5 4 ] 




* \>*Z,-2--W<>*?> (3. 5 g, 13. 4mmo 1) tf>i*7-;V (3 0m 
T ^ *i*r M4kT>*~ V A 2. 9g, 5 4mmo 1 ) OTto#f& (5mL) , 

2 6 8mmo 1) *»A.*»9 0 V* 1 »H 3 0 *tt»l*. «** 
^r^bCIU ■*K«JHHttt**lPit.fc«. »f^H:tftffiU:o ****** 
«|7^v^t«U *a**U***Lfco *fc**ffiT*l»U *fiMb#W 3 . 3 

5 g fcftfefoPlfctf ^ 

1 H-NMR (400MHz, CDCh) « x , „„ / 

5: 0.99 (s, 3H), 1.26 (s, 3H), 1.50 (t, J= 6.4Hz, 2H), 1.94-1.98 (m, 

2.28 (m, 2H), 3.75 (s,3H), 5.62-5.66 (m, 1H), 6.24 (d, J= 2.8Hz, 1H), 

J= 8.4, 2.8Hz, 1H), 6.88 (d, J= 8.4Hz, 1H). 
NH2©2H(i^l^^ofco 
[0 15 4] 

(1 e) . . 
l -T2 -(4. 4 ->^f;vy^P^ - i -^~>>W 



2H), 2.20- 
6.29 (dd, 



5 h^rv-7^^;vlbf^7 



[0 15 5] 
Mb 5 5] 




(Id) •C«3£3*tfc2-(4, 4-v^f-^->^o^^r^- l-^-;i/)-5-^ 
^y 7 x^75> (3. 3 5g, 14. 5 mm o 1) > ^ (2-^«^ J 
- (3 lg. 17. 4mmo 1) »1, 2-^nn^>*> (10ml) m 

ffifE# 2004-3101242 



#® 2003-434312 



94/ 



^-NMR (400MHz, CDCls) oo.oxo/ 
5 • 0 97 (s 6H), 1.44 (t, J= 6.4Hz, 2H), 1.90-1.98 (m,2H), 2.34-2.48 (m, 2H) 
2 94-3'. 32 (■'. 8H), 3.78 (s, 3H), 5.58-5.66 (m.lH), 6.48 (dd, J- 8.4, 2.8Hz, 1H), 
6.50 (d, J= 2.8HZ.1H), 6.99 (d, J= 8.4Hz, 1H). 
NHW1 HttftJS-CSfc^fco 
MS m/e (ESI) 301 (MH + ). 
[0 15 6] 

1 ( l r f 2 ) _ (4 , 1 — J.^)-5-* b ^v7 ^-JV]-4- 

[0 15 7] 
Ut 5 6 ] 




. HCI 



(1 e) -CS&itt/c 1 -[2 -(4, 



:7V^^7x-;v]^7v> (9 0mg, 0. 2 9 mm o 1 ) ^ K * 

(lOmL) »n-tW^F(3 1mg, 0. 3 6 mm o 1 ) , MJT* 
tV>**ft«-5**->V*A O 5mg, 0. 59mmol)^i«(35m 

MS m/e (ESI) 371 (MH + ). 

ft J^liU^f-^^^L, 4 N*^**^^»**Jf 3 
«ftLfc. ****E«*Lfcfc, aaE^y^^i-rJUrlnx., %»UTMft B » 
5 0 m g £ifcStfe@#^ LXntZo 

1 H-NMR (400MHz, CDCh) , <m\ 1 i 

8- 0 97 (s,3H), 0.97 (t. J- 7.2Hz, 3H), 1.00 (s, 3H) , 1.34-1.50 (m, 8H) 1.72-1 
.85 (m, 4H), 2.94-3.40 (m, 6H), 3.45-3.88 (m, 4H), 3.76 (s, 3H), 5.62-5.68 (m, 1 
H), 6.48-6.64 (m, 3H) . 
MS m/e (ESI) 371 (MH + ). 
[0 15 9] 

1 ( l f g 2-(4. 4-^*^;W>*a^*->^-- R -* h^r->7-T^.;H-4-^>^^tl 0 
[0 16 0] 



ffiSE# 2004-3101242 
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^-v: 95/ 



m 5 7 ] 




HCI 



a f) T^itL7tl-[2-(4,4-v^^>V->^n-v.^r^-l-^-^)-5- 
^^•>7x-;H-4-^>^^5^ / i^(4 4mg) <»*9J-*' (5m 

n mm^\ Q%rt?v*u**-'#y d oomg) *3jnx-7}c##H^,T-ei 

, ^ILtllft^ 1 7 m g ttf feS^t Ltffco 
J H-NMR (400MHz. CD3OD) 

5 : 0.97 (s.3H). 0.96 (t. J- 7.2Hz.3H). 1.04 (s, 3H). 1.36-1.86 (m.UH) 2 8-2. 
95 (m.lH). 3.06-3.40 (m.lOH). 3.77 (s. 3H). 6.70 (d. J= 2.8Hz. 1H). 6.74 (dd. J= 
8.4. 2.8Hz.lH), 7.22 (d. J= 8.4Hz. 1H) . 
MS m/e (ESI) 373 (MH*). 
[0 16 1] 

/ ciT h/r /sit O ^ 

^r^/u-i- T2- (4- t--7^;vv^a ^*v;v) Z^2hl tf^9-^>-2- 



[0 16 2] 
Ht5 8] 




HCi 



(2 a) 



[0 16 3] 
Mb 5 9 ] 

y/y^Dlf;vr^ (2 2mL, 0. 1 5 7mo 1) Oi*f >nKn7?>»J 
(5 0 OmL) K70^-7^ 7 OtaTWL^ K* 

L /.^«^ +*J* (1. 5 6MA*t>j|«, 10 OmL. O. 15 

6mo 1) 5fl-C*TLfco ^t^M*- 1 OtK^^t^ 

Itf-7 0^TMUo 1 0«t> *©»6iK4-t-rW^nMt 
% (2 0. 0 5 g. 0. 13 mo 1) «fh7tKn77« (10 OmL > * 

^UjU*v-f5F) (51. 09g. 0. l4 3mol)^n^Kn77> 
»ft (2 0 OmL) 0***Lfc. *KF^7^ftt* 

wi^.i T 3 0£MK#Lfcffe.. MU.-?-£bK3 0^W,WLiz o 

ffiSE# 2004-3101242 
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96/ 



$7*ri,il±*r>-rh*r97<- ***^ 
i»7-b5#t t-Ctffei»©mk^tl3 3. 1 g*#^ 

X H-NMR (400MHz. CDCU) oc . 

5: 0.90 (s, 9H), 1.24-1.44 (m, 2H), 1.90-2.00 (m, 2H), 2.16-2.25 (m, 1H), 2.32- 

2.46 (m, 2H), 5.72-5.76 (m, 1H) . 

[0 16 4] 
(2b) 

1- (4- t -T/T-JwygP^-fr- 1 -^-^) 
[0 16 5] 
[ft 6 0] 




(2 a) X-MTtZfrtz Y 'J 7;v*n^ * 4 - t -yf^>*n^ 

t-l.x=*x^* (7. 1 6g. 2 5mmo 1) , 2--bo7x-*#n>» ( 
5g, 3 0mmo 1) . 2KJft»t>y^*»* ( 2 5 mL) . h (7 0m_ L) 

kV^J-K (3 5mL) ©ft^***********^*- £ °*5f^T" i 
W (b'J7x-^*^7r/) ^'7^7^ (1. 5g, 1. 3 mmo 1 ) ZMZ-TZo <K 

v>i?:ojl^t^9 0Wi»B3 0^U. 

7-f^fi^ 7-b5#i: ttflfevft»©IlM 4 . 8 9 g fc&fco 

^-NMR (400MHz, CDCI3) . 
5 - 0 90 (s 9H) 1.32-1.44 (m, 2H) , 1.86-1.97 (». 2H). 2.14-2.28 (m, 2H), 2.28- 
2.40 (m, 1H), 5.62-5.66 (m, 1H). 7.26 (dd. J- 7.6, 1.2Hz, 1H) 7 .34 (ddd, J- 8.0 
, 7.6, 1.2Hz, 1H), 7.49 (td, J= 7.6, l.ZHz. 1H), 7.77 (dd, J= 8.0, 1.2Hz, 1H). 
[0 16 6] 
(2 c) 

2- (4- t-7*f ;Vy»nAjr'>;v) 7 x^;V7^ > 
[0 16 7] 
[it 6 1] 




(2b) (4_t-/f;Vy^nA^-l-x^) ~,?~7 

hn^V-lf> (4 89g, 18. 86mmol)> 10%^7">*7A*-*/ (1. 5 
g) Jt«xf ji> (2 5mL) ©S^^ifiTEf^ffl^^ HTJEE-C4 «fW**«inb 

T^rV^-v-ti^i: LTjfc»fef*#H^»fl*frW3. 3 4 g fcl&fco 
^-NMR (400MHz, CDCh) , K „v 

»: 0.86 (s, 9H x 0.6), 0.89 (s, 9H z 0.4), 1.08-1.50 (m, 4H), 1-60-2.14 (m 5H) 
, 2.36-2.46 (m, 1H x 0.4), 2.90-2.96 (m, 1Hx0.6). 3.63(brs, 2H), 6.64-6.69 (m, 

miE#2 004-3101242 



#0 2003-434312 



^-vl 97/ 



1H), 6.73-6.79 (m, 1H), 6.98-7.04 (m, 1H), 7.10 (dd, J= 7.6, 1.2Hz, 1H x 0.4), 

7.34' (dd, J= 7.6, 1.2Hz, 1H x 0.6). 
[0 16 8] 
(2 d ) 

2 - f 2 - (4- t - 7* friz 9 U^*^*') 7x-JV7^1 ^ ?S-)V 
[0169] 
m 6 2 ] 




HM^iJ (2 c) 2- (4-t-/W^^^) 7x_;>7^ (1 

2 g, 5. 1 9mmo 1) . (0. 7 6mL, 1 0 7 2 mm o 

1) „ hijxf;i/75> (1. 1 2mL, 8. 0 4 mm o 1 ) RV 1 Y ( 2 0 mL) 

Ofli^l^a*^* 1 6 USB 2 O^MMSiELTto . 

X H-NMR (400MHz, CDCh) , N M 0 ,„ , cu , 

S : 0.86 (s, 9Hx0.6), 0.90 (s, 9Hx 0.4), 1.08-1.50 (m, 4H). 1.60-2.12 (m 5H) 

2 36-2.45 (m, lHx0.4), 2.91-2.96 (m, 1Hx 0.6), 3.33-3.38 (m, 2H), 3.85-3.92 
' (m", 2H), 6.67 (dd, J- 8.0, 1.2Hz, 1H x 0.6), 6.68 (dd, J- 8.0, 1.2Hz, 1H x 0 4) 

6 75 (td, J= 8.0, 1.2Hz, 1H x 0.6), 6.76 (td, J= 8.0, 1.2Hz, 1H x 0.4), 7.08-7 
'.15 (m, 1H+1H x 0.4), 7.37 (dd, J= 8.0, 1.2Hz, 1H x 0.6). 

[0 17 0] 

(2 e) 

N _ r2 - (4- t -^-^;W»n^^^;v) 7x£jl j - 2 -^on-N- (2-fcK 

[0171] 
Ht6 3] 




(2d) -Cftjt$ttfc2 
(2 4 8 mg, 



- [2- (4 - t -~f*fr*y9 OA^V^) 7x-;P7^ 
0. 9mmo 1 ) <DM*T h?KKn75> (5mL) fc 
S^nn7W (0. 0 8mL, 1 mm o 1 ) 



hV7A L 7Co t£Jft#J 5: 
iiiiE# 2004-3101242 



#M2 003-43431 2 



98/ 



t LXm&m#me>Mt&to 2 5 8 m g 
l H-NMR (400MHz, CDCI3) , x n , , ,„ , om 

5-0.88 (s, 9H x 0.4). 0.92 (s, 9H x 0.6), 1.08-1-20 (m, 1H), 1.21-1.32 (m, 2H) 
1.42-1.94 (m, 6H), 2.54 (tt, J- 12.0, 3.2Hz, 1Hx0.4), 2.74-2.85 (m. 1H), 2^9 
0-2.98 (m, 1H x 0.6), 3.22 (dd, J= 4.8, 4.0Hz, 1H x 0.4), 3.25 (dd, J= 4.8 4. OH 
z 1H x 0.6), 3.69-3.90 (m, 4H), 4.38-4.47 (m, 1H),. 7.21 (d, J= /.6Hz 1H x 0. 
6), 7.21 (d, J= 7.6Hz, lHx 0.4), 7.23-7.29 (m, 1H), 7.37-7.43 (m, 1H+1H x 0.4), 
7*. 58 (dd, J= 7.6, 1.2Hz, 1H x 0.6). 
[0 17 2] 

(4-t-^JVv»P^^v^ ) 2j±=Jd -2-^qa-N- (2-** 

[0 17 3] 
Hfc 6 4 ] 




m'JHn'JK(0. 2 4mL, 2. 7 5 mm o 1 ) <0*fcV* n n> * ( 

*5^5i*^K(0. 3 8mL, 5. 3 5 mm o 1 ) 

(5mL) t«t*C8»tiTU. *V^CORJB«t-2 OlCitMW*^ 
tf-eStttTK^U. *©RJo*fc**« (2e) TM*#LfcN- [2- (4- 

■feb75 K (2 5 6mg, 0. 727mmol) Ol^^nn^^ (5mL) * 
^C11*T«TU. 3 0^»tF^Wr/ (0. 96mL, 6. 8 9mm 

[0 17 4] 

( 2 g ) 

[2 - (4- t -f^-)V^7-U^^)V) 7*-)l>~\ fc^ 7 V > ~ 2 - 



[0 17 5] 
[ft 6 5] 




HCI 



(2 f ) t«I£*l£N- [2- (4-t-7*f;v->^n^y;v) 
-2-^nn-N- (2-**Vif*) 7-*rhT5 KOt^tt (3 0 lmg) <^1» 
2-^nnxr/»« (7mL) 

thaE# 2004-3101242 



&JS 2003-434312 



^ -v : 99/ 



V-7-4A (15 0mg), n-W75> (0. 0 9 1 m L 0 9 2 1 mm o 1 ) 
25.^^ 1 ;T•fe^^v7lc^b^5^«^^ , J^A (1 8 7mg, O. 8 8 2mmol) SrJR* 

^^n^*7A^7^77^- (s«ifVA^ft/) LIS**" Li 

[ 2 - (4- t-^^->^n^^rv;V) 7i-M ^5VV-2-t>16 
3 m g ?r#7to 

! H-NMR (400MHz, CDCls) , 
8 : 0.88 (s, 9H x 0.4), 0.89 (s, 9H x 0.6), 0.95 (t J- 7.2Hz 3H) 1-03-2.00 (m 
13H) 2 40-2.51 (m, 2H+1H x 0.4), 2.64-2.77 (m, 1H), 2.86-3.00 (m, 1H+1H x 0.6 
) 3 16 (d J- 16.4Hz, 1H x 0.6), 3.24 (d, J- 16.4Hz. 1H x 0.4). 3.37-3.45 (m 2 
H), 3.62-3'.73 (m, 1H). 7.12 (dd, J= 7.6, 1.2fe. 1H). 7.21-7.36 (m, 2H+1H x 0.4), 
7.56 (dd, J= 7.6, 1.2Hz, 1H x 0. 6) . 

t L-C^feS^^ffl'fi:^ 1 0 2 m g SrW^o 
MS m/e (ESI) 371 (MH + ). 
[0 17 7]' 

4 ( ? M [3- ) (4, -4" (4-^vyW^y>-l 

[0 17 8] 
Hk6 6] 

.ex 




[0 17 9] 
Hfc6 7] 




2-i>n7x^#ny» (14. 2g, 8 5. 19 mm o 1) <DY)Vx.y (2 5 
OmL) -i*y-;V (1 2 5mL) ft*»ttK* *»« (la) "CMSttfe > U 7JU 

miE# 2004-3101242 



mm 2003-434312 



^-v: 100/ 



9 >*/u*>gfc4, 4->'>f;V->^nA#t-l-i-^xxrJV (2 0g, 7 
7. 44mmo 1) , 7"h7** ( h'j 7.x. 7 -f » ^?^A (0) (4. 5 

g 3. 8 7mmo 1) , **tf2N]fc**h (1 2 8mL. 2 5 6 mm o 

1) fciDx-fco ^OjK^fcMAiftT* fl-i&l 0 0t-eiPlFI4 5#«#L;fco 

^i^;vii7K^inx.-r. Siif^taiULfco fl-JRLfc^«***. *&*n£4S*-cMB#c 

xwM\\&*to 1 6 . 3 g tn&mvtmt ir#to 

l H-NMR (400MHz, CDCls) 

8: 1.00 (s, 6H), 1.51 (t, J= 6.4Hz, 2H), 1.92-1.94 (m, 2H), 2.24-2.29 (m, 2H), 
5.55-5.57 (m, 1H), 7.27 (dd, J= 7.6, 1.6Hz, 1H). 7.34 (ddd, J= 7.6, 7.6, 1.6Hz, 
1H), 7.50 (ddd, J= 7.6, 7.6, 1.6Hz, 1H), 7.77 (dd, J= 7.6, 1.6Hz, 1H). 
[0 18 0] 
(3 b) 

2- (4, 4 --7^ PA^r->») 7x- JH/T^> 

[0181] 
Ut6 8] 



nmW (3 a) XMikZtitzl - (4, 4 -yVW^AH- 1 -i-*) -2- 
^hn^y-lf> (16. 3 g, 7 0. 5mmol), 10%^?^AA-r/ (lg) 

isxrf&WL^T-n' (lOOmD (Dm^^MUTM,^ m^x^mx, l 4RSISJ3 0 

3g) , fei^if^T^n-^ (2 0 0mL) <a&^fcgfiTJidl&*fliV»TliiNE-C. 
3 0 R»M 3 0 #**»Sjn Lfco 

D7^77^ osm^**/^**}-*) xm^xmmit^mi 1. 7 9g«tfe 

'H-NMR (400MHz, CDCls) , 

5: 0.97 (s, 3H), 0.99 (s, 3H), 1.36 (td, J= 13.2, 4.0Hz, 2H), 1.47-1.73 (m, 6H) 

2.38 (tt, J= 11.6, 3.6Hz, 1H), 3.63 (brs, 2H), 6.68 (dd, J= 7.6, 1.6Hz, 1H), 6 
'.77 (ddd, J= 7.6, 7.6, 1.6Hz, 1H), 7.01 (ddd, J= 7.6, 7.6, 1.6Hz, 1H). 7.14 (dd, 

J= 7.6, 1.6Hz, 1H). 
[0 18 2] 

(3 c) 

l- [2- (4, 4-y^^y^a^'>^ 7j i-;v1 \£*7*J> 
[0183] 
Ht6 9] 





H 



ffiiE# 2004-3101242 



#M 2 0 0 3-4 3 4 3 1 2 ^- v !• 101/ 

mmm (3 b) 1f«S8»ifc2- (4, 4-v^;i<<v*n^->;v) 7x-W> ( 

11 7 9 g, 5 7. 9 8mmo 1) Ol, 2 n o >^fE (3 OmL) fc, 

feT* (2-^onxf;v) 75 (12. 42g, 69. 58mmol) ^3jnx.T 
, »SCSK*^a2 0 0tt*2^3 0 5M«$L-;fco EJ£Mrtfc&**Cifc*&® 

77^- (ftm^^^/^**^) tllLTlIWn. 15g^fe»i:L 

^-NMR (400MHz, CDCh) c m 

5: 0.97 (s, 3H), 1.01 (s, 3H), 1.34 (td, J= 12.8, 4.4Hz, 2H), 1.48-1.68 (m, 6H) 

2.82-2.84 (m, 4H), 2.95-3.03 (m, 5H), 7. 05-7. 27 (m, 4H). 
NHW1H i±#^T- £ * fco 
[0 18 4] 
(3d) 

4- \2- (4. 4 --;>f^y^p^y^ z^ £Jk] 1 

[0185] 

Mb 7 o] 




(3c) t?MS*Lfei- [2- (4, 4-y^)Vv^A^->;v) ^-^ 
tT^9*;> (llg, 40. 4mmo 1) > h'Jxf;V75 > (6. 2mL, 44. 4m 
mo 1) , 4 _y->f;v7§/^iJ (2 4 7mg, 2. 0 2 mm o 1 ) , i3 «t v * 
uu*9V (18 OmL) ©«^*«««*:^**TaW* Lfco fit-R^t 
-yf-A/ (9. 7g. 4 4. 4mmol) t^nn^ V'(2 OmL) <7>rl^«inx. 

^nvh^77^- (ftHfcif-A'/^**^) tlSLTliM!|14. 89g^ 
^-NMR (400MHz, CDCh) 

5: 0.96 (s, 3H), 1.01 (s, 3H), 1.31 (td, J= 12.8, 4.4Hz, 2H), 1.49 (s, 9H), 1.4 
9-1 69 (m, 6H), 2.81 (brs, 4H), 2.95-3.02 (m, 1H), 3.57 (brs, 4H), 7.06 (dd, J= 
7.6, 1.6Hz, 1H), 7.10 (ddd, J= 7.6, 7.6, 1.6Hz, 1H), 7.16 (ddd, J= 7.6, 7.6, 2.0 
Hz.'lH), 7.28 (dd, J= 7.6, 2.0Hz, 1H) . 
[0 18 6] 
(3 e) 

4 _ f4 -^n^e- 2 - (4. 4-v^f-^'>^ p ^^'>^) 7^-;vl tf^y ^-l 
[0 18 7] ~~ 



ffiiE# 2004-3101242 



mm.2 003-434312 



✓s-v : 102/ 



lit 7 1 ] 



Br 
I 




°«« (3d) UMSftfc4- [2- (4, 

^^yy-j-^jWfVit-^f^r^ (8g, 2 1. 5mmol) > Pith 
'J* A (1 7. 6 g, 215mmol)^i^^-^(3 0 0mL) (DU^VoZW. 
iH^E*^T«l#L*:o (1. lmL, 21. 5mmol) *2 0»Hc« 

TUT, B*ftT17PWW»U.*-C*6C, ftfltM-y** (8. 8g, 107 
. 5mmo 1) *JD*., (0. 4mL, 7. 8mmo 1) ^iTU, H*#T 1 W 

ML-c^mit^ 7 . 9 7 g «3tfe@#fc l-c#^ 0 

X H-NMR (400MHz, CDCls) 

5: 0.96 (s, 3H). 1.01 (s, 3H), 1.24-1.34 (m, 2H), 1.41-1.64 (m, 6H), 1.49 (s, 9 
H). 2.77 (brs, 4H). 2.89-2.97 (m, 1H), 3.55 (brs, 4H) , 6.92 (d, J= 8.4Hz, 1H). 7 
.25 (dd, J= 8.4, 2.4Hz, 1H), 7.35 (d, J= 2.4Hz, 1H). 

[0 18 8] 

( 3 f ) 

4_ r 2 - (4. 4 - v^f-;V->^a^^v^) ~ 4 y- 4 ^7x-JV] 




(3e) -CM**.*: 4- [4-7-n^-2- (4, 4 - Ws9 n^*~>;V 
) 7l -^] e^yV-l-Jli^St-T'f^rJl' .(1 g, 2. 2 2mmol 
) , ***y > (2 9 Omg, 3. 32mmol), th'^At-/h^K(533 
mg, 5. 5 5mmo 1) , ftR^?^^ (II) (50mg, 0. 222mmol) 

b , ; _ t -zf*)V***~ fAr b 77^n*'V- h (19 3mg, 0. 6 6 6mm 
o 1) (1 OmL) ©»fr**«*«T\ ^tl 0 0TC-eiB#Wl 5* 

tiiiE# 2004-3101242 



mm 2003-434312 



103/ 



^-NMR (400MHz, CDCh) % , . n 

$• 0 96 (s, 3H), 1.01 (s, 3H), 1.23-1.66 (m. 8H), 1.48 (s. 9H). 2.75 (s, 4H), 2 

93-3.01 (m, 1H), 3.12 (m, 4H). 3.49 (brs. 4H), 3.86 (m, 4H), 6.70 (dd, J= 8.8, 
2.8Hz, 1H), 6.83 (d, J- 2.8Hz, 1H), 7.01 (d, J= 8.8Hz, 1H). 
NHO 1 H{i#^-C^^^ofco 
[0 19 01 

(3 g) 

4- \3 - (4. 4-y^f;Vy^P^'>^) -4-Wy>-l-^ ^7^"^] 




(3f) T«$Wc4- [2- (4, 4-^f;^>^D^v^) -4-** 
*U >- 4 -^f;V7x-;V] ^5^/- 1 -* W>» t -^f fl/x^r^ (8 6 4m 
g 1 8 9mmol) Oftti^ (15mL) -^nn>^> (2mL) 
*k*katt>MT-e*#Lfeo *£fc4Nlfcft**ftm^>l'»ift (1 5mL, 6 0 
mmo 1) ^tSTLT. B*ftTl 2 B*W*#Lfco 

% 6 2 1 m g «r*H&@#fc LT#/c 0 
: H-NMR (400MHz, CDCh) 

5-0 97 (s, 3H), 1.01 (s, 3H), 1.31-1.64 On, 8H), 2.77-2.93 (a. 4H), 2.96-3.01 
(m, 5H), 3.11-3.14 (m, 4H), 3.85-3.87 (m, 4H), 6.72 (dd, J= 8.8, 2.8Hz, 1H), 6.8 
4 (d, J= 2. 8Hz, 1H) , 7. 07 (d, J= 8. 8Hz, 1H) . 
[0 19 21 
( 3 h ) 

4 _ [ 3 _ (4. 4 -y?^jy->? n^^r->;V) -4- (4 - -f VT'f ;v^7V > - 1 
[0 19 31 



ffiSE# 2004-3101242 



mm 2003-434312 



^-y : 104/ 



Ut7 4] 



0 




HJfi^I (3g) t?«36*tL/S4- [3- (4, 4-5 



- 4 - fcT^ 



9 y^- i -/f;V7x-JV] -t;V*'J y ( 1 0 Omg, 0. 2 8mmol) , 'fV/fil' 
T^ft: K (4 Omg, 0.5 5 9mmo 1) F7t Kn77> (2mL) <DU 

&m\~, SSR^StfMTT y V T-t b^jMHISlS b (H9mg, 0. 

5 5 9 mm o 1 ) ^rJnx/c 0 

-e^L/Co »fc**EET*BLfco i^^S^NHy'J *^ 

*7A^D7h^57'f- (ff^c-^V/'s t»»U4- [3- (4, 4-5? 
^f^y^nA^yjv) -4- (4-^v7f;v^7v>-i--f^) 7x-)>] ^e;v 
*'J>114mg Zm&mfat Lfftfc. 
^-NMR (400MHz, CDCb) 

5: 0.93 (d, J= 6.4Hz, 6H), 0.97 (s, 3H), 1.01 (s, 3H), 1.34 (td, J = 12.8, 4.8 
Hz, 2H), 1.43-1.62 (m, 6H), 1.83 (dq, J= 7,2, 6.4Hz, 1H), 2.16 (d, J- 7.2Hz, 2H 
), 2.53 (brs, 4H), 2.82-2.85 (m, 4H), 2.93-3.01 (m, 1H), 3.11-3.13 (m, 4H), 3.85 
-3.87 (m, 4H), 6.71 (dd, J= 8.8, 2. 8Hz, 1H), 6.83 (d, J= 2.8Hz, 1H), 7.09 (d, J= 
8.8Hz, 1H). 
[0194] 

MS m/e (ESI) 414 (MH + ). 
[0 19 5] 

(mm a) 

1 _y^.jy-4- [2- (3. 3. 5, 5-f h7^f;Vv»P^ t-l-^) 7 



F'j7jl/tn)ir^*>» 3, 3. 5. 5-r h^^JV5^ P^*-9— 1 -J 1 - 
[0 19 7] 



[0 19 6] 
lit! 5] 




ttiSE^ 2004-3101242 



§12 0 03-4 343 12 



^-v: 105/ 



Ut 7 6 ] 




3 3 5, 5 -7- V 7* f-frisir ~s ( 1 2 . 8g, 8 2. 9 8mmol) 

<&4Mc^Wfc Kn7 7^$ (3 0 OmL) £M£*«!lE+ "f 7>f *-7* h >»T 

A ( lMf b 7t Fn7 7>i$, 10 OmL, lOOmmo 1) 5MT 

>X;W*W5F) (32. 51g, 91omol)0**fh?KKn77y»»(l 
5 OmL) MP*., 1 3^13 0^Lr: o 

3 . 6 5 g «r*ftfefft^W £ LT#fc 0 
^-NMR (400MHz, CDCh) 

5: 1.04 (s, 6H), 1.09 (s, 6H), 1.35 (s, 2H), 2.08 (s, 2H), 5.51 (s, 1H) . 
[0 19 8] 

4. 4 4 } 5. 5-^?*^*-2- (3. 3. S. 5-fF9^W^^t-l 
ri. 3. 2iytWP9> 
[0199] 
Mb 7 7] 




H»J (4 a) T«4Silfc h 'J 7Jl/*n^ ^ 3, 3, 5, 5-rh7 

^f^^OA^t-l-x^Vx^f^ (4 5. 9 4 g, 0. 16mol) 
>»9L (5 0 OmL) *J#* > (4 4. 9 g ,_ 0 . 1 7 7 mo 

1) 1 l'-fcf* ('771^*^7^7) 7xD^>^OD/<7y7A (II) 

^nn'^ya^Vyn (4g, 4. 9mmol) SWJ^ (4 7. 3g 
, 0. 4 8 2mo 1) ^Dx.t^8 Ott 1 6ffi3 0»L/: o ^ ^ 

ft-fr** 3 9. 2 7 g £*&Jtfe©#t LT#fc 0 

iH-NMR (400MHz, CDCh) / oWj T , cu 

5: 0.92 (s, 6H), 1.01 (s, 6H), 1.27 (s, 12H), 1.31 (s, 2H), 1.84 (d, J= 1.6Hz, 

2H), 6.26 (t, J= 1.6Hz, 1H). 
[0 2 0 0] 

(4 c) 

[0 2 0 1] 



mSE# 2004-3101242 



mm 2003-434312 



^-v: 106/ 



lit 7 8 ] 




2 ° (i-^7vV) y^y-)V (3. 5 6 g, 2 Ommo 1) ©7* V - h l ) ^t- 
«E(15mL) ^fit«U:o^:i:i»/t-^( 4 - 8 g> 2 2mmol 
) OT-fe > V*** (1 5mL) «rirax.^o 

m>H*#«. ****** l*****^- y 

! H-NMR (400MHz, CDCh) „ . , _ ^ 

5 - 1 49 (s 9H) 2.82 (t, J= 4.8Hz, 4H), 3.59 (t, J= 4.8Hz, 4H), 6.87 (td, J= 7 
.6," 1.2Hz, 1H), 6.96 (dd, J- 8.0. 1.2Hz. 1H). 7.07-7.14 (m, 2H). 
OHO 1 H(i#^-el«^o/co 
[0 2 0 2] 

t --/f;vxxr^ 
[0 2 0 3] 
[ft 7 9] 




wt-yf^r;!' (4. 6 1 g, 16. 56mmol), f'jxf;V7>/ U 1 • 
TmL. 8 2. 5mmol)I^nn^Ml00mL) 

(4mL, 2 3. 7 8mmol)*«^40^*TU. 

*v^tt»***-e*tMIU *Mta**HJ*A-«*Lfco «^*«*u **** 

^-NMR (400MHz, CDCh) x „„,,./ 

5- 1.48 (s, 9H), 2.95 (t, J- 4.8Hz, 4H), 3.62 (t, J= 4.8Hz, 4H), 7.10-7.16 (m, 
2H), 7.18 (dd, J= 8.0, 1.6Hz, 1H), 7.33 (ddd. J- 7.2, 7.2, 1.6Hz, 1H). 
[0 2 0 4] 

^1 e r 2 - (a. a. 5. 5 -*i>****** p ^*»- V* 
[0 2 0 5] 

tbiE# 2004-3101242 



l&m 2003-434312 



^-v : .107/ 



lit 8 0 ] 




I 



^, w „, (4d) t»t«iifc4- (2 - f 'J 7J^n^ ^ >XJV*-^t^v7x_;i/ 
) - 1 t --r^^i^x^ (6 . 1 6 g, 15mmol) 

til (4 b) T?«it$*Lfc4, 4, 5, 5-f f7^fJV-2 - (3, 3, 5, S-^" 1 ^ 
:>t?-;i,->*n^*^- 1 [1, 3, 2]V*Wa9> (4. 6 g, 17. 4 

lmmo 1) , = IJ/U**U*A (3. 2 g, 1 5mmo 1) > 1 , * ~^ tlX^t 
y (6 0mL) £.0**. (3mL) Oif/6**SBl«K**. £»T?tt#Lfco *<0*<fr*lw 
7^7*7 (h'j7x^JWt^7^) ^'7^^ (0) (1. 74 g, 1. 5mmo 1 

KLTWfettfe^rWBi^ttBI^Vyf A-rft»Lfco $£**J*»*U «*MET 
) T?»«LT*!HsMfr&!» 5 . 7 8 g *%&ttetWm± U#/:o 

1 H-NMR (400MHz, CDCh) , „ ^ T , cu 0 

5: 1.02 (s, 6H), 1.07 (s, 6H), 1.40 (s, 2H), 1.48 (s, 9H), 2.16 (d, J= 1.6Hz. 2 
H), 2.91 (t, J- 5.2Hz, 4H), 3.51 (t, J= 5.2Hz, 4H), 5.50 (t, J« 1.6Hz. lfl) . 6 .97 

(dd, J= 8.0, 1.2Hz, IH), 7.01 (ddd, J= 8.0, 8.0, 1. 2Hz, IH), 7.09 (dd, J= 8.0, 
1.6Hz, IH), 7.20 (ddd, J= 8.0, 8.0, 1.6Hz, IH). 
[0 2 0 6] 

/-V2- (3 f 3. 5. 5-T^7^fJVy »a^t-l-x^;l/) 7 ^ 

[0 2 0 7] 
Mb 8 11 




(4e) T?«jt$*Lfe4-[2- (3, 3, 5, 5-7h7^f^^A^ 
_ ! 7x^]^5 , ; , /-l-*^*t-Wx^r* (1. 78g 

4 4 7mmol)> h'J7JVtn»® (5mU 6 4. 9omo 1) X^nn^ 
^> (15mL) ^i*IS-e8HK2 0^L^c 

J H-NMR (400MHz, CDCU) , . n , , , T 

5: 1.03 (s. 6H). 1.07 (s. 6H), 1.41 (s, 2H), 2.12 (d, J- 1.6Hz. 20. 3.14 (t J 
= 6.0 Hz. 4H), 3.19 (t, J= 6.0Hz. 4H). 5.49 (t. J- 1.6Hz. IH). 7.01-7.11 (m. 3H) 
, 7.22 (ddd, J= 8.0, 7.2, 2.0Hz. IH). 

miiE# 2004-3101242 



(&m 2003-434312 



^-v : 108/ 



[0 2 0 8] 

(4 g) 

1 -^JU - A- T2- (3, 3, 

[0 2 0 9] 
Ht8 2] 




HCI 



Sttfl (4f)'t«l8fl*l-[2- (3, 3, 5, 5-n5^^aMt 
_ i _^-;v) 7x^JV]t°^7y> (1 5 Omg, 0. 503 mm o 1 ) > n—7T»' 
7m K (0. 0 9mL, 1. Ollmmol) RlFf >?KKn79V (7mL) <D 
il^PSI-e f 'J 7-fc b 'J^ A (2 7 0 m g, 1. 2 7 4mmo 

1 ) fcfifeffi (0. 03mL, 0. 52 4 mm o 1) *m%Mz.?Zo ^ 

ovf^y?^ (ftBlif-A//^*^^) t»lUl-W-4- [2- (3, 3 

1 H-NMR (400MHz, CDCh) _ m 
5: 0.93 (t, J= 7.2Hz, 3H), 1.02 (s, 6H), 1.07 (s, 6H), 1.34 (tq, J= 7.2Hz 2H) 
1 40 (s 2H) 1 48-1.55 (m, 2H), 2.17 (d, J= 1.6Hz, 2H), 2.35-2.39 (m, 2H), 2 5 
5 (brs 4H) 3.02 (brs, 4H), 5.51 (t, J= 1.6Hz, 1H), 6.96-7.02 (m, 2H), 7.07 (dd 



, J= 7.2, 1.6Hz, 
[0 2 10] 

MS m/e (ESI) 355 (MH + ). 
[0 2 11] 

mnms) 

i -ju^-fr) -7x^;v1 



1H), 7.19 (ddd, J= 8.0, 7.2, 1.6Hz, 1H). 



1 2 4 m g $&fe£ii£l t LXntto 



4 _ r2 - (3- 3. 5. 5-Tf7^f^ P A ^ 



[0 2 12] 
Ut8 3] 




HCI 



HJfcfli (4 f ) -cM 



3*Lfcl- [2- (3, 3, 5, 5-fb7^W^n^t- 

mtiE# 2004-3101242 



#H 2003-434312 



<*-v : 109/ 



1 -jl=.)Is) y^-fr] tT^7^> (4 0mg, 0. 13 4mmol) . 9 s?u7uj*> 
^WN>ftF (14^L, 0. 187mmo 1) Y 9 Kn 7 7 > (3mL) JO 

VT-tV* ->7jc^fcta^^^- b 1 J (3 4m g, 0. 16mmol) 
fcffeM(8^L, 0. 14 0mm*ol) ^rJH^Ox/io 

-4- [2- (3, 3, 5, 5-rf7>^v^^-l-^) 7*-*] * 

MS m/e (ESI) 353 (MH + ). 
[0 2 13] 

mmm 6 ) , _ „ 

1 -T2 -(4 ■ 4 -yJ^V^P^vJM- 5 Ky7x^l-4-(r h 7 VI h 
p ^ ^ >— 4 — ^ fc^^y^ ^jg|j^ 

[0 2 14] 
Hfc8 4] 




4. 4-yxfA/-2-y»n^-fe^> 

[0 2 15] 
[ft 8 5] 




fftt : Michael E. Flaugh, Thomas A. Crowell, and Diane S. Farlow, J. Org. Che 
m.. 1980, 45, 5399. 
[0216] 
(6 a) 

4. 4 - ¥x.j-)Vjs? n^^r-^y > 
[0 2 17] 
Ut8 6] 




4 4_i; xfJ v_2-y^D^;^ (lg, 6. 57mmol) , 1 0%;<?~77 
A*-7}?> (6 0mg) > (15mL) v»"C*ffiT 

RJEB***abfc«. «**«ETWtUT, 7 2 Omg?:» 

1 H-NMR (400MHz, CDCb) 

miE#2 004-3101242 



#12003-434312 



^-v: 110/ 



a : 0.85 (t, J= 7.6Hz, 6H), 1.43 (q, J- 7.6Hz, 4H), 1.65 (dd, J= 7.2, 7.2Hz, 4H 
), 2.31 (dd, J= 7.2, 7.2Hz, 4H). 
[0 2 18] 
(6b) 

[0 2 19] 
Ht 8 7 ] 



11 / 




(6 a) -C'TO^4, i-^Vy^n^tr/ (7 2 0mg, 4. 6 7 
mmo 1) ©te*f b7tKn75>M (2 0mL) K7^7-f^-7-b 

KVf^A (lMfh7kKn77m 5. 6mL, 5. 6mmol) KSTF 
^y>f$K) (1. 7 5g, 4. 9mmol) 

llUl'fk'frW 7 1 0 m g ZM&i&Vtyo tLXftteo 

'H-NMR (400MHz, CDCh) nc , 

5: 0.80 (t, J= 7.6Hz, 6H), 1.21-1.40 (m, 4H), 1.55 (t, J= 6.6Hz, 2H) , 1.95 (dt, 
J= 4.0, 2.8Hz, 2H), 2.25-2.30 (m, 2H), 5.63-5.66 (m, 1H). 
[0 2 2 0] 

2 _ C Uj A -*jx.rn,i,*u^*4t—l -4 . 4. 5. s-rf?^^- 
n. 3'. 21 y^WP9> 
[0 2 2 1] 
[it 8 8 ] 

nnm (6b) tn$iitfj7;^n^^;^>t4, 4 "^t* i/ ^^ 

H-l-xxjVxAfJV (5. llg. 17. 8mmol)om^»«(6 0m 
L) £ If* (ft37- h) y#n> (5. 2 g, 20. 5 mm o 1 ) . 1 , 1 ^ 
* (y 7 xi^7^) 7xn*^nn;<?^A (II) ^nn^'/av 
7*1/^^ (5 8 0mg. 0. 71mmol)> iiM*'J7A (5. 3 g, 5 3. 

5mmoi) ^uu?lx^9 ox:x-4mmmwLtz 0 

(S^m^^^/^^-9-» -CfflmL-C^®'fk^-t?4. 16gtfife^!i:Lt#f: 




°H-NMR (400MHz, CDCh) 



<S : 0.76 (t, J= 7.6Hz, 6H), 1.13-1.37 (m, 18H), 1.84-1.86 (m. 2H), 2.05-2.10 (m 
, 2H), 6.48-6.50 (m, 1H). 
[0 2 2 2] 

ffiiE# 2004-3101242 
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^i-v : 111/ 




4 _yn^-3--hoT^V-;V (2g, 8. 6 2mmol) ,iW(6cK*Sil 
2 - (4 4 -Vif^*>? n^**- 1 -4, 4, 5,_5-7-h-7^ 

[1 3, 2] v^t**n7> (2. 7 g, 10. 3mmo 1) , =.*) W 
A (2. 7g, 13. Ommol) , **m. 2 h > (2 0mL) , O 

0) (0 5g. 0. 4 3mmol)tt^o^«^18 0lCt2 6^ 

7A^D7K77-(- (ftfxfVA^tv) X-mWkLXMMft&m 2 . 4g£?&j£ 

^-NMR (400MHz, CDCh) , nm o , J „ on , 

5- 0.82 (t, J= 7.2Hz, 6H), 1.22-1.54 (m, 6H), 1.87-1.94 (m, 2H) , 2.14-2.20 (m, 

2H), 3.84 (s, 3H), 5.48-5.54 (m, 1H), 7.04 (dd. J= 8.4, 2.8Hz, 1H), 7.16 (d, J= 
8.4Hz, 1H), 7.29 (d, J- 2.8 Hz, 1H). 
[0 2 2 4] 

(6 6 ) 

2 -(4 . 4 - y'xf)V->^ n^t- 1 -^=.)V) - 5 ^v7x^7 ^ ^ 
[0 2 2 5] 
[ft 9 0 ] 




.^ mm (6d) T«iS**Ufcl- (4, 4-v^^^^^^^-l-^f) -4- 
* h^-2--bn^*> (2. 4 g, 8. 3mmo 1) Ot^-* (2 OmL 
)*j(ti:,M7>*-9A(2. 2g, 4 1mmol)0*jW(5mL) , JiJ 
ftft <1. 2 g. 2 0. 7mmo 1) **V^ 9 « W° 

. 6 g^it-fefft^i: LT#fc, 

'H-NMR (400MHz, CDCh) , v „ n nn . 

9-092 (t. J- 7.2 Hz, 6H), 1.21-1.56 (m, 6H), 1.92-1.96 (m, 2H). 2.16-2.22 (m 
, 2H),*3.75 (s, 3H). 5.61-5.65 (m, 1H). 6.24 (d, J= 2.8Hz, 1H), 6.29 (dd, J= 8.4 
\ 2.8Hz, 1H), 6.87 (d, J= 8.4Hz, 1H). 
NH 2©2HliW€fi4^fco 
[0 2 2 6] 

ffiiE#2 004-3101242 
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^-v: 112/ 



[0 2 2 7] 
[lb 9 1 ] 




(6 e) T'Mit£*L/i2-(4, 4 n^*^-l 5 -£ 
■ 'W7*-*75y(2. 6g, lOmmol), ^(2-^0x^) 7,^ 
ttt(2. 2g, 12mmol)01, 2-^nn^y*> (1 OmL) J*t2 1 0 

x-ffiMLXUMlk&yo l . 4 g tt&MV&obLX&tio 

iH-NMR (400MHz, CDCh) , . _ _ . _ ✓ 

5 - 0 82 (t J= 7.2Hz, 6H), 1.22-1.52 (m, 6H), 1.90-1.96 (m, 2H) . 2.38-2. 46 (m, 
2H), 2.78-3.04 (m,8H), 3.79 (s, 3H) , 5.61-5.66 (m, 1H) , 6.50 (dd, J= 8.4, 2.8Hz, 
1H)', 6.52 (d, J= 2.8HZ.1H), 6.99 (d, J= 8.4Hz, 1H) . 
NH<£> 1 H5±#5e-e^^^o/c 0 
MS m/e (ESI) 329 (MH + ). 
[0 2 2 8] 
( 6 s ) 

1 -T2 -(4- 4 ->Wy^nA^» - l 5 fc *'>7 ^-Jl/j- 4 - ( 

[0 2 2 9] 
Mb 9 2] 




HCI 



*ttfl (6f) T?«**tLfcl-[2-(4, 4 -^t ; r > ^ D ?fI"UvKn ) ^ 
5 _^^>7x-iV]^y> (9 0mg, 0. 27mmol)«rf7Un77 
> (1 OmL) *«ic, fh7U'ne7V-4-*^WK (3 7mg, 0. 3 
2mmo 1) s h V Y Z-^mmvmi- Y W> (8 7mg, 0. 4 lmmol 
) li(3 2mg, 0. 5 7mmol) tI*toiaatmB3 0»a»U. R 

->V»^*?A^n^h/?7^ «xf;V/A^t» T»fflILl-[2-(4, 
4 _-7xf;^>^nA4t- 1 b^rV7xx;v]-4-(r b7t Fo 

^-NMR (400MHz, CDCh) 

ffiSE#2 004-3101242 
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^-v: 113/ 



8 • 0 82 (t, J= 7.2Hz, 6H), 1.40-1.94 (m, 13H), 2.22 (d, J= 7.2Hz, 2H) 2.35-2. 
58 "(m,'6H), 2.94-3.18 (m, 4H), 3.38 (td, J= 12, 2.0Hz, 2H), 3.77 (s 3H) 3 90-4 

.00 (m, 2H), 5.59-5.64 (m,lH), 6.47 (dd, J= 8.4. 2.8Hz, 1H), 6.51 (d, J= 2.8Hz, 
1H), 6.97 (d, J= 8.4Hz, 1H). 
[0 2 3 0] 

MS m/e (ESI) 427 (MH + ). 
[0 2 3 1 ] 
( 6 h ) 

1 - T2-(4- 4-yJ.-^;V'>^P^^->^^-5-^ h^i/7x^l-4-(f f 9^ K 

[0 2 3 2] 
[ft 9 3] 




3 4 ma) (5mL) *«£ 1 0%^7y^*-**> (1 0 0mg> **n 

1 H-NMR (400MHz, CD3OD) 

5 : 0.82 (t, J= 7.2Hz, 3H), 0.83 (t, J= 7.2Hz, 3H), 1.20-1.82 (m, 17H), 2 16-2. 
28 (m, 2H), 2.86-2.96 (m,lH). 3.10-3.36 (m, 6H), 3.48 (td, J= 12, 2.0Hz 2H), 3 
68 (d J= 7.2Hz, 2H), 3.77 (s,3H), 3.98 (dd, J= 7.2, 4.0Hz, 2H) , 6.72 (d, J= 2.8 
Hz, 1H), 6.74 (dd, J- 8.4, 2.8Hz, 1H) , 7.20 (d, J= 8.4Hz, 1H). 
MS m/e (ESI) 429 (MH + ). 
[0 2 3 3] 

mmm 7) _ . , . , 

1 _- / ^;v_4- f2- U - t - 1 -^~>>W -4- Li— 21± 

[0 2 3 4] 



ffifE#2 0 0 4-3101242 
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«—v : 114/ 



lit 9 4 ] 



OCH 




(7 a) 

[0 2 3 5] 
Kb 9 5 ] 



OMe 




4 _ k lfn^yt"^'Jy>-l-*^**^t-^f^J-^r;V (2 5. 5 g, 12 7m 
mo 1) £*£7jtT- YvKY'uy^y (lOOmL) fcyVf^^T? F (4 OmL) 

com-a-W^nx^o ^M£*i$L£^<b, 7X^-eor^^*Pb^o $e^-c, tRU 
iti- vw^<r>6 o%mvtmm® (7 . eg, i90mmoi) z&*iz3$-m-emz.tz 

fl^f-^ (9. 5mL, 1 5 2 mm o 1) ©lirhn Kn77^ (2 OmL) -5M 
fj^UTU' (5mL) cofI^M*-^R^^^^2 0^-e^P^T^o *v>-C 

^O^^-ff^^ (2 0 0mL) £2rax.. O^K^U m^U^o i^T4NM 
TtmnM^H'fefc (1 0 OmL) *'&*\-\ 0 3^-? in ^&£-ei#o< 

1 3B#^m^> RM^^JET«t/:o ^Wv7nn^^«$^;o 

1 7 . 0 g *4Sfe^ H H H t LXntzo 
J H-NMR (400MHz, CDCh) 

5:1.95-2.02 (m, 2H), 2.05-2.15 (m, 2H), 3.14-3.30 (m, 4H), 3.32 (s, 3H), 3.52-3 
.57 (m, 1H). 

NHO 1 TUt&fcX-^ttfr^tZo 
[0 2 3 6] 
(7b) 

5 - (4 >^->\f^i] W- 1 -^f;V) -2-->-n"7^^-^ 
[0 2 3 7] 



ffifE^F 2004-3101242 
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^-v I 115/ 



[it 9 6 ] 

OCH 3 




OH 

«Hl'(7i) tM8*ifc4-^*^vy/«« (9. 10g, 6 0. 0 1m 
mol) 5-7^tn-2--hn7x;-^ (6. 9 1 g, 4 3. 98mmol)ib 
iOfyVW^AT^ K (1 2mL) L* 0 RJfcttfc: h 'J 

f ;V 75> (15. 2 4mL, 1 0 9. 9 5mmo 1) *im*.. *HH8 0W3M3O 

LTl»ft^*3 7. 3 6 g^ffe^i LX'&tZo 

J H-NMR (400MHz, CDCh) cu . 

a-1 60-1.68 (m, 2H), 1.83-1.90 (m. 2H), 3.26 (ddd. J= 13.2, 8.0, 3.6Hz, 2H), 3. 
32 (s 3H) 3. 42-3. 47 (m, 1H), 3.62 (ddd, J= 13.2, 7.6, 3.6Hz, 2H) , 6.24 (d, J= 2 

.SHz.'lH), 6.36 (dd, J- 10.0, 2.8Hz, 1H), 7.87 (d, J= 10.0Hz, 1H) . 

OH<7> 1 HliiHictl^^ofco 
[0 2 3 8] 

[0 2 3 9] 
lit 9 7 ] 



OCH 



13 




-eKj£3*Lfc5- (4-* h^rvtf^V v>- 1 -2 — M37 

^. 3 5 g, 8. lfimmol), >VxW5> (5. 7mL, 4 0. 9 
mmol) *&VV*xixi*9-y (5 0mL) 0********PTtW|sb, by 7** 
n^^^)U*>»i*» (2mL, 12. 2 4mmol) WKH^iTU R 

-9-V) T^»LT^m^t»3 . 2 7 6 g Srffi-felS'ffci Lt#fc 6 

J H-NMR (400MHz,- CDCh) , „ clJ ou> _ 

5H.66-1.74 (m, 2H), 1.84-1.92 (m, 2H), 3.27 (ddd, J- 13.2, 7.6, 3.6Hz, 2H) 3. 
23 (s, 3H), 3.47 (m. 1H). 3.58 (ddd, J= 12, 8.0, 3.6Hz, 2H), 6.54 (d, J- 2.8Hz, 

ffi|E# 2004-3101242 
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^-v: 116/ 



1H), 6.72 (dd, J= 9-6, 2.8Hz, 1H), 8.07 (d, J= 9.6Hz, 1H). 
[0 2 4 0] 

1 . 3. 21 2±±±gg-z2: 

[0 2 4 1] 
Mb 9 8] 



(50. 5g, 192. lmmo 1) fc* (t ^2^-,v ,^ 
#n>(5 6. Ig. 2 2 0. 9»mol). 1, 1 ' - <* 'Jf^**" " > 

9 8mmo 1) , *t*'J^ (5 6. 6 g, 5 7 6. 3 mmo 1) *>it^**^ 
. 9 7 g LfWfco 

1 H-NMR (400MHz, CDCls) , , 2 2 , 

Si 0.85 (s, 9H), 1.00-1.43 (m, 14H), 1.78-1.90 (m, 2H), 1.98-2.17 (m, 2H), 2.24 

-2.32 (m, 1H), 6.59 (dd, J= 2.0Hz, 1H). 
[0 2 4 2] 

(4- t 1 -^-;v) - 4 - ^bn ?x-;H -4- 

[0 2 4 3] 
lit 9 9 ] 

OCH3 




-2-^n7xx;VxXf;V (3. 2 7 6 g, 8. 5 2 mm o 1 ) <T> 1 
2-V*Y**s*-*y (8 0mL) «*« (7d) T«t* 2 - ■< 4 - t 

-^f^^n^f- -4, 4, 5, 5-fb^f^-[l, 3. 2Jv 

***#n*> (2. 4 7 8 g, 9. 38mmol) , ^ J" f *S » tS* V 51 

,v) (0) (4 9 2mg, 0. 4 2 6 mm o 1 ) , iSi-XJP^V &>W*i V 

(2! 7^4 g, 12. 7 9L0I) *ftlA.T, tS^£9 0^2^3 0^ 

m«E#2 004-3101242 



0 0 3 -4 3 4 3 1 2 I 117/ 

^-NMR (400MHz, CDCh) , . „ „ „ 

5-0 90 (s, 9H), 1.38-1.43 (m, 2H), 1.64-1.74 On. 2H), 1. 86-2. 00(m, 3H), 2 13-2 
33 "(i. 4H), 3.21 (ddd. J= 12.4, 8.4, 3.6Hz, 2H), 3.38 (s, 3H) 3.46 (m IH) .3.6 
7 (ddd, J= 11.2, 7.2, 3.6Hz, 2H), 5.57(t, J=2. 4Hz, IH), 6.54 (d, J= 2.8Hz, IH) , 
6.72 (dd, J= 9.6, 2.8Hz, IH), 8.07 (d, J= 9.6Hz, IH). 
[0 2 4 4] 

[0 2 4 5] 
[lfc 1 0 0 ] 

OCH 3 




(7c)'tMS*ifcl- [3- ( 4 -t-W>^t-l-x T ;v) - 
4-ahD7x^;V] -4-^ h^r->^V^> (1. 8 7 g, 5. 0 2 mm o 1 ) , tt 
fl;T (93. 6mg, 1. 7 5mmol),x^^(3 0mL) _ SJi 

OmL) (9 8 1mg, 17. 5 7mmol) «rMx.t, IIH 

-ecDRJSifcK. M7>€-->A (3 0mg, 0. 5 6 mm o 1 ) > ( 3 0 0 m 

g( 5. 3 7mmol) fcJnil, W^ffTT 3 B#P5 1 5 fl*«#Lfc. 

LTt -y^;v^fi0 7-t^^t LT*»ffr&»l. 1 5 5 g*«JtfeH#tU"C#*- 

°H-NMR (400MHz, CDCh) x ^ _ . 

5:0.90 (s, 9H), 1.24-1.42 (m, 2H), 1.66-1.76 (m, 2H), 1.90-2.06 (m, 4H), 2.14-2 

24 (m IH), 2.28-2.32 (m. 2H), 2.72-2.80(m, 2H), 3.26-3.37 (m, 3H), 3.37 (s, 3H 
), 5.75 (brs, IH), 6.63 (d, J= 8.4Hz, IH), 6.67 (s, IH), 6.71 (d, J- 8.4Hz, IH). 
NH2©2 Hli#£-e^ tzfrotzo 
[0 2 4 6] 

! ( I ' 2 - -4- (A-y h^Vtf^Uy 
[0 2 4 7] 



fcBfE#2 004-3101242 
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^-v: 118/ 



Ut i o i ] 



OCH 




(7f) -e^7t$tL^2- -4- ( 

'4"-^#->e^'Jy>-l->f^) 7x-Jl/7r/ (1. 155g, 3. 37mmol 

) <D1 2-V?uw<y*£>milL (1 5mL) tf* T5>^ 
(7 2 2 mg, 4. 0 4mmol) *iD£, tf 0 0tt«U: o 

Iv^tWxf ^ y-JV^JDx.fco #«Jf*«*JfcU y 

[2- (4-t-^V^n^^-l-^*) -4 
_ ( 4 js^i/fef^U 1 ->f Jl/) 7x-JV] ^5yy 6 6 0mg*«felBiff 

^-NMR (400MHz, CDCh) x n . . 

5:0.84 (s, 9H), 1.12-1.32 (m, 2H), 1.58-1.66 (m, 2H) , 1.80-1.98 (m, 4H), 2.08-2 
.16 (m, 1H), 2.28-2.40 (m. 1H), 2.59-2.62 (m, 1H), 2.76 (td. J= 12.0 2.8Hz 4H) 
2.83-2.91 (m, 6H), 3.22-3.28 (m, 1H), 3.31(s. 3H), 3.36-3.42 (m, 2H), 5.63 (t. 

J= 2.4Hz, 1H), 6.67 (d, J= 3. 2Hz, 1H), 6.70 (dd, J- 8.4, 3.2Hz, 1H) 6.81 (d, J= 

8.4Hz, 1H). 

NHO 1 HttWSE"Pl4*ffco 
[0 2 4 8] 
(7h) 

1 _^^.;v- 4 _ [2 - (4 - t -yfiVy^a^ ^- 1 -J--^) 

[0 2 4 9] 
HC10 2] 

OCH 3 



4 - (4-jL± 




(7g) -e^^tt/t 1 -[2 - (4- 1 -^-;v) - 

h^i/fef^Ui;>- 1 ->f^) 7x-jH^7-r/ (lOOmg, 0. 2 

ffiiE#2 004-3101242 



#M 2003-434312 



^-v : .119/ 



4 3mmo 1) Otb7tKn75>»« (3mL) n-7+)\,TfrT^ K (0. 0 
281mL, 0. 3 1 6mmo 1) > h'J b*'>*tftK^*t h'J (8 7. 1 
mg, 0. 316mmol) (0. 0 2 6 7mL, 0. 466mmol) £Jn 

x. , ki^-c 4 B# HI 3 0 L fco 

*-9-^) filLt t - 7f ^i»7-fe?#i: Lt 1 - 7f ^-4 - [2- (4-t 

-4- (4-> b+->^'J 1 --f^) ? 

^7yV10 3mg*IWHt#/;o 
^-NMR (400MHz, CDCls) 

5-0 91 (s 9H), 0.94 (t, J= 0.8Hz, 3H), 1.18-1.39 (m, 4H), 1.48-1.60 (m, 2H), 1 
64-1 74 (m, 2H), 1.86-2.06 (m. 4H), 2.14-2.23 (m, 1H), 2.30-2.42 (m, 3H), 2.47- 

2 60 (m, 4H), 2.66-2.74 (m, 1H), 2.78-2.86 (m, 2H), 2.89-3.06 (m, 4H) . 3.28-3.35 
On. 1H), 3.37 (s, 3H), 3.41-3.48 (m, 2H), 5.69 (brs, 1H), 6.73 (s, 1H), 6.76 (d 

, J= 8.4Hz, 1H), 6.89 (d, J= 8.4Hz, 1H). 
[0 2 5 0] 

dtLfcftlfe^* (3mL) fc»#U 4 N«ft**fit^* L *'»ifc (0. 1 lmL, 0 
. 4 4mmol) %U\\z.tz 0 

MS m/e (ESI) 468 (MH + ) . 
[0 2 5 1 ] 

(mmm 8 ) 

1 4 - \2- (3 , : 

[0 2 5 2] 
[ft 1 0 3 ] 



5. s-fFv^f^yj'a^^^ ZiE^EiLl ^ 




. HCI 



(8a) . o 

4 _ |- 2 - (3. 3. 5. S-f f7^^y^A^yjv) 7^~ ;H E^7V^ 

[0 2 5 3] 
Mb 1 0 4 ] 




(4e) TtWtSti*^- [2- (3, 3, 5, 5-fl<7^^^n^t- 
1 - j^- t^7V>-l-*MVft-7"f^f^ (3. 8 7g, 

fflfE#2 004-3101242 



mm.2 003-434312 



^-v! 120/ 



9. 7 1 mmo 1 ) , 1 0 v V *7 A U (2. 3 g) . ^ 9 (25mL) 
% f bytK077> (2 5mL) <om&®Z£UTm.%iZm*<^ Htffi-C 2 2 BfK 3 Oft 

JET8UBfcx fffi^^»oa4jS» 3 . 8 3 g fcifcJtferS^tl fc LT#fco 
^-NMR (400MHz, CDCh) 

5-0 92 (s, 6H), 1.12 (s, 6H), 1.12-1.47 (m, 6H), 1.49 (s, 9H), 2.83 (brs, 4H). 
3.50(brs, 4H), 3.59 (tt, J= 12.4, 2.8Hz, 1H), 7.07 (td, J= 7.6, 1.2Hz, 1H), 7.1 
0 (dd, J= 7.6, 1.2Hz, 1H), 7.16 (td, J= 7.6, 2.0Hz, 1H), 7.24 (dd, J= 7.6. 2.0Hz 
, 1H). 

MS m/e (ESI) 401 (MH + ). 
[0 2 5 4] 

(8 b) . _ . 

1- 12 - (3. 3. 5, 5-f F9^f^n^^) 7x^ ^l H^y^> 

[0 2 5 5] 
[ft 1 0 5 ] 



mmm (8a) T«*s*ifc4- [2- (3, 3, 5, 5-fh7^^nA#y 

71^] tf^7^^- 1 - *JVr/tt-yf^^f;V (9. 7 9 g, 2 4. 4 
4 mmo 1) . f'J7;Vtnit (2 5mL. 346mmol) nn* * > (5 

OmL) C9l^m-eiHK3 0»U. 

jfcjc-cijfe^, te 7 jc^m^- h y a tie* l * 0 i£M * it* t > m * «ffiT«*e u £ 

9 4 g *&&&£l k U#tc 

T'ilLT £ <b &mMft£-$> 2 . 2 3 g SrifrfeSrA fc LT#fc 0 

1 H-NMR (400MHz, CDCh) v 

5: 0.94 (s. 6H), 1.11 (s, 6H), 1.13-1.44 (m, 6H), 3.17 (brs. 4H), 3.35 (brs, 4H 

), 3.47 (tt, J= 12.4, 2.8Hz, 1H) , 7.09-7.20 (m, 3H), 7.21 (dd, J= 8.0, 2.0Hz, 1H 

). 

NH9) 1 HttWfc-C #&^o tzo 




[0 2 5 6] 

(8 c) 

1 4 - \2 - (3, 3, 5, 5-yVy 




-*3 < 



[0 2 5 7] 



ffifE# 2004-3101242 



#M 2003-434312 



121/ 



Mb 1 0 61 




HCI 



mmm (8b)t«^i- [2- (3, 3, 5, 5 -fi>7W>^^v 

;v) (3 0 Omg, 1. OOmmol) Wrh7liKo77> ( 

2 0mL) » n -7*W^K(10 7mg, 1. 4 9mm ° J.^i^T 
•feh^^TlC*^^*^^^ 7A (4 2 0mg, 1. 99mmol), is J: Z>l$feW. (6 
Omg 0* 9 9mmo 1) *JR*in;U IStl3W3 0»U, RJfcfk R 

7/^->7A«u ««=«*at*ufcife, a«*«ffiTa«8Lfco n 

h^<j»W7A^7^77^ (ft^*-^/^-/* » -eiHUi-7*f;v 

-4-[2-(3.3. 5, 5-7h7^W^A^)7x;jV]^7y/2 7 Om 

^-NMR (400MHz, CDCls) 1A un o 

5 : 0.92 (s, 6H), 0.94 (t, J= 7.2 Hz, 3H), 1.12 (s, 6H), 1.20-1.60 (m, 10H), 2. 
37-2.41 (m, 2H), 2.40-2.92 (m, 8H), 3.57 (tt, J- 12.4, 2.8 Hz, 1H), 7.03-7.08 (m 
, 1H), 7.09-7.16 (m, 2H), 7.19-7.22 (m, 1H). 
[0 2 5 81 

£*LfcS>*on**> (5mL) fci£«?U 4 NiM^K^tW^^WW (0- 2 1mL 
0 8 3mmo 1) *Jn 3 0»Uco R]£ifcO*&*«ffiT«* U M 
}frfri»<0«&JS* 2 9 Omg«ffe@#tU#f:o #f,ti/:fii4i| (2 9 Omg) 
Kim*.** (3 OmL) fclDjt««10 0'CTr2f»«l«»L*^K»»**fe. 
, KffiftL 2 ll»Bi»U. #BU««*«LtMfl:4*2 3 5 

m g fc Lt#fc, 

1 H-NMR (400MHz, CD 3 0D) 

5 : 0.96 (s, 6H), 1.03 (t, J= 7.2Hz, 3H), 1.18 (s, 6H), 1.18-1.52 
2-1.81 (m, 2H), 3.10-3.75 (m, 8H), 3.56(tt, J= 12.4, 2.8Hz, 1H), 7 
H), 7.26-7.29 (m, 1H). 
MS m/e (ESI) 357 (MH + ). 
[0 2 5 9] 

mmm 9 ) _ t . 

l-^P7'n^f»-4 - [2 - (3. 3, 5. 5-rf7 



(m, 10H), 1.7 
13-7.20 (m, 3 



[0 2 6 01 
[ft 1 0 7 ] 




HCI 



(8b) -C«t**tfcl-[2- (3, 3, 5, 5-fh7^^n^ 
j 7x-;v]k^7'7> (2 0 0mg, 0. 6 6 6mmol) b7t Kn77>?§! 

ffifiE#2 004-3101242 



mm 2003-434312 



^- v : 122/ 



(4mL) k, ->^nW/*^fKK (70mg, 0. 9 9 9mmol) fcinx. 
Tlfit5»Lfc. ^^RJS^^hUT-feh^rV7K*<k}id^^b , >''>^ (2 8 2 m 
g , 1. 3 3mmo 1) fcflOx. 5 »» (0. 0 3 8mL, 0. 666 mm 

o 1) ttiax.. gffiT?2l$IHJ*#Lfco 

t [-y^/nt»f^-4-[2-(3, 3, 5, 5-f f^f^n^ 
)7i-Jl/]^7^> 1 8 2mg^iMaUU#/: 0 
^-NMR (400MHz, CDCh) 

(5- 0 12-0 16 (m, 2H), 0.52-0.56 (m, 2H), 0.88-0. 96 (m, 1H), 0.92 (s, 6H). 1.12 ( 
s 6H) 1.13-1.45 (m, 6H), 2.32 (d, J = 6.4Hz, 2H) , 2.70 (brs, 4H), 2.95 (t, J 
-4.4Hz. 4H), 3.60 (tt, J = 12.4, 2.8Hz, 1H), 7.04-7.08 (m, 1H), 7.11-7.14 (m, 2 
H), 7.20-7.22 (m, 1H). 
[0 2 6 1 ] 

Z<Oi\&® (147mg, 0. 415mmol) *V?UU**y (3m L) Ciitt 
, iO»'6'»»lBl*««*-C4N^b*t*ft»^f->l'#* (0. llmL, 0. 4 5 6m 
mo 1) *Unx.fco atlfiTl 5*m«t*Lfcfk f©»*t«ET«*L^. 
ji/'JISCSSif* (1 3mL) fcinx., ^-fil 0 OTCTMBtfM^U 

IKU, flHaMfc-fr* 1 3 4 m g *ifegStLt#fco 
MS m/e (ESI) 355 (MH + ). 
[0 2 6 2] 

(Sttflll 0) 

2 - ] 4 - f2 - (4 - t -7f;vy^ n^4r ->/!/) ^-JV] H^7V^-1-^H 



[0 2 6 3 ] 
lit 1 0 8 ] 




HCI 



[0 2 6 4] 
Mb 1 0 9 ] 




mmm (2c) 2- u- t-y^>*n^>*) l^ZT^l^ 

8 1 Omg, 3. 5mmo 1) M, 2-^oo^*> (5mL) ©fi^Wk, 
(2-^nnxf;V) 7^M(7 5 0mg, 4. 2mmol) *jJli, 1 B*W 3 0 



ttiSE#2 004-3101242 



2003-434312 



: 123/ 



7n*fW-f- W^^-*) ***** t-^^v^n^v.i 

MS m/e (ESI) 301 (MH + ). 
[ 0 2 6 5] 

9 ( i 0 U- T2- U-t-r**~>»P^*'>^ Z*^*3 ^7y>-l --f)M 
[0 2 6 6] 

Hk i i o ] 




(10a) -C«a**tfcl-[2- (4-t-W>^^^) 7*-*] 
v? > (4 0 0mg, 1. 33mmol) . 2_ ^ n °~^~ A (400mg 2 

Ju2- U- [2- ( 4 -t-yf^>^^y;V) 7* = *] 
_^ ;v j - N -if;v7-fe b75 K5 0 6mg^lW»^ LT#fco 
1 H-M1R (400MHz, CDCh) 

*: 0.88 (s, 9Hx0.6), 0.90 (s, 9H x 0.4), 1.10-1.21 (m, 6H) 1. 

1 68-1 98 (m, 4H), 2.67 (brs, 4H), 2.87-2.92 (m, 4H), 3.06 (s, 
' (s, 2Hx0.4), 3.30-3.40 (m, 4H), 7.05-7.22 (m, 3H+lHx0.4), 7. 
, 1H x 0. 6) . 

lfc-^%4 7 6 m g £#fc 0 
MS m/e (ESI) 386 (MH + ). 
[0 2 6 8] 

[0 2 6 9] 



.35-1.48 (m, 2H) 
2H x 0. 6) , 3. 09 
.44 (d, J= 8.0Hz 



mSE# 2004-3101242 



#M 2003-434312 



^-v : 124/ 



Ut 1 1 1 1 




(10 a) -C»***Lfcl-[2- ( 4 - t - -/f-^ ^ ^ J^^. JVtTi] K 

^y>(5o mg , o. i66 mmo i),M^-i-^nw n 

(3 3mg, 0. 2 0 4mmo 1) . ***V*A ( 6 0 mg 0 4 3 4 mm o 1) & 
l/y^WM75F (5mL) 1 1 5TCT?2l*W«J*Lfco 

L?f««W*«*U I««ETiit/:o #6*tfc»«NH*U 

2- 14- [2- C*-t-^^-*^> 

^-NMR (400MHz, CDCb) , m 

*• 0 88 (s 9H x 0 6), 0.90 (s, 9H x 0.4), 1.10-1.27 (m, 2H), 1.35-1.46 (m, 2H 
, ? 1. 0 54-1.98 (a TOH) 2.65 (brs, 4H), 2.85-2.92 (,. 4H) . 2. 94-3. 04 <p 1H x 0^) 
3 24 (s, 2H x 0.6), 3.26 (s, 2H x 0.4), 3.35-3.47 (m, 1H+1H x 0.6), 3.50-3.58 
(m, 4H), 7.05-7.28 (m, 3H+1H x 0.4), 7.40 (d, J= 8.0Hz, 1H x 0.6). 

UTaHa/ffc^* 3 7 m g ^4ftfe^ B a H t LT#7to 
MS m/e (ESI) 426 (MH + ). 
[0 2 7 1 ] 

immm 1 2 } t-^;v->^n^->;v) -3- ( 4 -^^7 v y- 1 - 4 & 



(4 



) > 'j tit 

[0 2 7 2] 
[ft 1 1 2 ] 




. HCI 



(12 a) 

1- (4 - t -^f-ZUV^n^*-*- 1 -J-—*) 
[0 2 7 3] 



4 >^>/-2--ba^>'-lf> 



thiE^ 2004-3101242 



#M 2003-434312 



^-v: 125/ 



[it 1 1 3 ] 




l-ii£*L£2- (4- t--/f ^->^° A ^t-l-^-^) -4, 4 
5j g'i^Y^^^^- [1, 3, 2] yt^ft*°D7> (3. 17g, 12mmo^ 
J ^ _^n^- 4 — > >irv-2- — bn^>-tf> (2. 32g, 10 mm o 1) , - 
V)\W.*') V2± (4. 8 g, 1 5mmo 1) > 1, 2-vM h*v^*>_(3 OmL) 1 
^7jt (5mL) c7)fI^t/^ffl«^»l*mzaT'ii^L^o f©il^t:rb7^ ( HJ "7 
x -;V*7s7 << y) Vt> A (0) (578mg, 0. 5 mm o 1 ) *1&z.tz 0 
i<7)iS^%^^ia7 0*CT-1 8 B#F^ 3 o^m#u^ 0 

: H-NMR (400MHz, CDCh) 

,5: 0.89 (s, 9H), 1.31-1.43 (m, 2H), 1.86-1.95 (m, 2H), 2.13-2.34 (m. 3H), 3.85 
(s, 3H), 5.59-5.61 (m, 1H), 7.05 (dd, J = 8.8, 2.4 Hz, 1H), 7.17 (d, J = 8.8 Hz, 

1H), 7.31 (d, J = 2.4 Hz, 1H). 
[0 2 7 4] 

(12 b) 

[0 2 7 5] 
Mb 1 1 4 ] 

.ex 




„ (12 a) -eU&ZtLtzl- (4 - t - 7*f ;Vy^nA^t- l - x-;v) -4- 

> ^, > _2-zhn^>-b*> (2. 8 9 g, 10. Ommo 1) > 1 0%'*9i>*A* 
(1. Og)>>^-iMl 5mL) ^.tFxh^ti Fn77> (1 5mL) OfS 

jV*7A^nvh^77^ - t|iLtt-7*fJVv^nAJfy;Haifi 
1 H-NMR (400MHz, CDCh) 

5: 0.86 (s, 9H x 0.65), 0.89 (s, 9H x 0.35), 1.05-1.46 (m, 4H), 1.58-1.66 (m, 2 
Hx 0.65), 1.70-1.81 (m, 2Hx 0.65), 1.88-1.98 (m, 4Hx 0.35), 2.03-2.10 (m, 1H) 

2.34 (tt, J= 11.6, 3.2Hz, 1H x 0.35), 2.84-2.89 (m, 1H x 0.65), 3.65 (brs, 2H) 
\ 3.74 (s, 3Hx 0.35), 3.75 (s, 3Hx 0.65), 6.25-6.26 (m, 1H), 6.32-6.36 (m, 1H) 
\ 7.00 (d, J= 8.4 Hz, 1H x 0.35), 7.24 (d, J= 8.4Hz, 1H x 0.65). 
[0 2 7 6] 

(12c) 

a — r 2 — (4 - t -T^JVv^ P^s^r'>;V) -5-^^7x^]^ 7'» 
[0 2 7 7] 



ffilE# 2004-3101242 



#M 2003-434312 



^-v : . 126/ 



{it 1 1 5 ] 




H 

7 2?*T$>(2. 56g, 9. 79mmol)«l. 

OmL) K\ r^/ttWI (2. 1 0 g, 11. 7 5mmo 1 

^-NMR (400MHz, CDCh) , 
5: 0.88 (s, 9H x 0.65), 0.89 (s, 9H x 0.35), 1.09-1.21 (m 4H), 1 36-1 45 (m 2 
H) 1.56-1.63 (m, 1H), 1.68-1.97 (m, 4H) , 2.77-2.83 (m, 4H) , 2.91 (tt ,J= 12.4 
3.2Hz, lHxO.35). 2.98-3.03 (m, 4H), 3.32 (tt, J= 5.2Hz, 1H x 0.65 ) 3.77 s, 3 
H x 0 35), 3.783 (s, 3H x 0.65), 6.61-6.67 (m, 1H x 0.65 +2H x 0.35), 6.73 (d, J 
= 2.4Hz, 1H x 0.65), 7.13 (d, J = 8.8Hz, 1H x 0.35), 7.34 (d, J= 8.4Hz, 1H x 0. 

65). 

[0 2 7 8] 

4-f 4 d l t-y-^-fri/fU^lris^-Z-^UV y- 1 - 4 ^ 7 * / - ^ 
[0 2 7 9] 
Hfcl 1 6] 

HO. 




(12 c) -etMtSttfcl- C2 -(4- t 9 u<****/»)- 5-* b 

*ZTU>^ (1. 77g, 5. 36mmol) . 4 8 JC5 0 

mL) (3 OmL) ©a«t«*«ifWil 3 OTTC, 8 «MW 3 O^tt&L 

a*., P H8-9i:iiUoifaiU:iWiu flf^tvl%mt\ % 

ffifE# 2004-3101242 



#M 2003-434312 



5>: 127/ 



^T 8 Ts^H~ 0.86 (s. 9Hx0.35), 1.00-1.90 (*, 9H), 2.17 (brs 1H) 
Vs 9 2 6 (a 1H x 0.35 + 4H), 2.75-2.83 (*, 4H), 3.20-3.25 (m 1H x 0^65), 6 4 
0-6 46 (m, H x 0.35 + 1H). 6.52 (d. J= 2.8Hz, 1H x 0.65), 6.95 (d J= 8.4Hz 1H 
x 0 35), 7.12 (d. J= 8.4Hz, 1H x 0.65), 9.03 (brs, 1H x 0.35), 9.05 (brs, 1H x 

0.65). 

[0 2 8 0] 

(1 2 e) 

4 

[0 2 8 1 ] 
lit 1 1 7 ] 



HO 




(12d) tWSUfci- -3-ti^7v^ 
-T-Wx;-Mlg, 3. 16mmol)^rf7tFD77/(lO I nL 

IV (0. SlmL. 3. 48mmol) , hUT* > ***** «0 J * b V * ^ (1 
g, 4. 7 4mmol)S«(0. 18mL, 3. 1 6 mm o 1 ) 

l H-MIR (400MHz, CDC1 3 ) eu m . Qfi , 

5 : 0.88 (s, 9H x 0.7), 0.89 (s, 9H x 0.3), 0.94 (t, J= 7.6Hz. 3H), 1.01-1.96 ( 
a. 13H), 2.42-2.92 (m, 1H x 0.3 + 10H). 3.28 (tt, J- 5.2 5.2ft. 1H x 0 7) £53 

-6.59 (m, 1H), 6.65 (d, J- 2.8Hz, 1H x 0.3), 6.71(d, J= 2.8Hz, 1H x 0.7), 7.06 ( 

d, J= 8.4Hz, 1H x 0.3), 7.27 (d, J= 8.4Hz, 1H x 0.7). 
OE<D 1 Hlit^tl^^ofco 
[0 2 8 2] 

[0 2 8 3] 



miE#2 004-3101242 



lit 1 1 8 ] 




2003-434312 v : 128/ 



F o 
F->— S-O 




Sttfl (I2e) 4- (4-t-W^n^y;l.) ~l~ 

<.^««v_i_>fi^ fl. 6 c. 4. 29mmo 1) M>'Jxf;V7 



v>- 1 -'OH 7i;-* (1. 6g, 
^ ^ (3 lmL, 22. 24 mm ol) 0*fc*S> * n n > * (3 OmL) £tK~ 

. lmL, 6. 5 4mmol)^i:3 0MTUo ^~~» T ir***n * -r» 

4 _ ( 4 -t-Wv^OA^y;l/) - 3- (4-7'f;V^7y>-l-f^) 7^ 
^)H^f)H4 6mg> h'j7*tn^^^*"/l f 7 >X-4 - (4-t-^ 
?-;i,v*n^3->;v) -3- (4 -Tf-frMU 1 7x=^f*ll 
Omg • h7^M9 4 6mg*^lfe»^-C#fcc ' ^ 

iUF«;7^*n^^*>» v*-4- (4-t-yf^>^OA^y;v) - 
3 _ ( 4 -7*f;nf/<7yV-l-^JV) 7x-J^f^2l4mg, > V 7 * * n * 
?>A1U*>WL Y?yX-4- -3- (4-7*^* 

tf^7>?>- 1 7x-^r^8 2mg> V* • h 9 >*7l^t> 4 3 4 m g £ 

: 

J H-NMR (400MHz, CDCh) c ^ 
5: 0.89 (s, 9H), 0.94 (t, J- 7.2 Hz, 3H), 1.15-1.45 (m, 6H), 1.47-1.67 (m 3H) 
1 67-1 80 (m, 2H), 1.86-1.95 (a, 2H), 2.37-2.44 (m, 2H), 2.59 (brs, 4H), 2.88 ( 
t, J= 4.8Hz, 4H), 3.35 (tt, J= 5.2, 5. 2Hz, 1H), 6.97 (dd, J= 8.4, 2.8Hz, 1H), 7. 
00 (d, J= 2.8Hz, 1H), 7.45 (d, J= 8.4Hz, 1H) 

L H-NMR (400MHz, CDCh) / x nn , _ , , m 

5: 0.90 (s, 9H), 0.95 (t, J = 7.2Hz, 3H), 1.08-1.20 (m, 2H), 1.32-1.46 (m, 4H) 

1 48-1.62 (m, 3H), 1.78-1-94 (m. 4H>. 2.40-2.46 (m, 2H), 2.62 (brs, 4H). 2.89 ( 
t, J- 4.8Hz, 4H), 2.94 (tt, J- 12.0, 3.6Hz, 1H), 6.94 (d, J= 2.4Hz, 1H), 6.95 (d 
d, J= 9.2, 2.4Hz, 1H). 7.24 (d, J= 9.2Hz, 1H) 
[0 2 8 4] 

( 1 2 § ) 

. >x _ 4 _ ( 4 _ t _^^;y->^n^jrS/;V) - 3 - ( 4 - -7*^;V g 2 y ~ 1 ~ ^ ;V 
[0 2 8 5] 



ffiliE#2 004-3101242 



mm 2003-434312 



^- v : 129/ 




HCI 



( 1 2 f ) T*m^$tL^ h U -7)U*uji # y*)V*yW. - (4 - t -7* 

fjVv^A^y^) -3- (4 --frJWdUV*- 1 -4 7x^;vx7rJV (1 
1 6 g 2. 3mmo 1) , *>T>ft3E» (2. 7 g, 2 3 mm o 1 ) RtTV* 
5 K (3 0mL) ©»-ft-»*fl*««C+»-ea#L^o i©»#»Pr h 
(h'J7x-^7r/) /^y^A (0) (3 7 0mg, 0. 3 2mmol)£SD 

T»IU'>^-4- (4 - t -Wv^o 
- 3- (4-7"f;v^7y>- 1 -4*) ^✓'/-h'J*8 8 0mgft*fe 

^-NMR (400MHz, CDCh) 

5: 0.88 (s, 9H), 0.94 (t, J = 7.2Hz, 3H), 1.15-1.44 
.70-1.80 (m, 2H), 1.88-1.96 (m, 2H), 2.38-2.44 (m, 
J= 4.8Hz, 4H), 3.38 (tt, J= 5.6, 5. 6Hz, 1H), 7.34 
(d, J= 2.0Hz, 1H), 7.47 (d, J= 7.6Hz, 1H) 
[0 2 8 6] 

j*U 8 9 2 m g ^it^S t L t#to 

MS m/e (ESI) 382 (MH + ). 
[0 2 8 7] 

(*M#fl 13) . 

(4- t -yfjPy^PAjryjV) -3- f 4 - ^ 7 V V - 1 - 



1. 

t, 
35 



(m, 6H), 1.48-1 
2H), 2.59 (brs, 
(dd, J= 7.6, 2. 



67 (m, 3H), 
4H), 2.88 ( 
0Hz, 1H), 7. 



4 )V) g y V- 1 *J A/ lit 
[0 2 8 8] 
[ft 1 2 0 ] 



NC 




• HCI 



( 1 2 f ) •eSMfcStifc 1" ^ 7;u*n> * V-X/i"^® h 9 4 - (4 - 
t -y^;w^n^s^->;v) -3- (4-7"f)^ / <7y>-l-^ 1 ') 7i-^r 
* (3 Omg 0 059 4mmo 1) s ~>T>ftM#& (8mg, 0. 0 6 8 1 mm o 1 
) 2t^WM75 F (lmL) 0«^»«rg*^i!lE*Sat?*^bfeo 
»Kf b?^ (h^x-^^-f » (0) (6mg, 0. 0 0 5 2 

mmol) *inx.fco ^V^COjB-fr**^*! 0 0TC-C9l*W«#bfco «&^«>R 
JESifcfc$/7>fta&# (7 Omg, 0. 5 9 6mmol) trb?^ (MJ7x-;KW 

ffiIE#2 004-3101242 



#0, 2003-434312 



-^-v: 130/ 



7r/) ^v-JA (0) (2 0mg, 0. 0 1 7 3mmo 1) *fllx.T, 0 0 

*Ct? 1 4 BtPsI 1 0 frmW Ltzo _ ^u, , > 

^A^nvh^?^ - (»HftJ-^>u/^**» t-«S!Ub7^-4- (4-t- 
y-^;i/v^n^^v;v) -3- (4-/f jv^7v>-1-^) ^/=b^l0 

X H-NMR (400MHz, CDCh) , x . JtA 

5 : 0.90 (s, 9H), 0.95 (t, J= 7.2Hz, 3H). 1.09-1.20 (m, 2H), 1.31-1.46 (m 4H) 
1 49-1.58 (m. 3H), 1.77-1.96 (m, 4H), 2.40-2.46 (m, 2H), 2.62 (brs, 4H), 2.89 (t 
J= 5.2Hz, 4H), 2.99 (tt, J= 12.0, 3.2Hz, 1H), 7.27 (d, J= 7. 6Hz, 1H) , 7.30 (d, 
'j= 1.6Hz, 1H), 7.32 (dd, J= 7.6, 1.6Hz, 1H). 
[0 2 8 9] 

^ 7 m g £ Ltffco 
MS m/e (ESI) 382 (MH + ). 
[0 2 9 0l 

mmm 14) . _ _ 

[0 2 9 1 ] 
[ftl2 1] 




[0 2 9 2] 

lit 1 2 2 ] 

F _ 
O L-F 



a 
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[0 2 9 3] 

(14 a) 

2 - n^fr-fr- 1 -bn^>-b^ 
[0 2 9 4] 
[ftl 2 3] 




N02 

fc»)l:h'j7/i'tn>^^«'*^* ->^nA^ft-l-x-^f;v (1. 0 g, 

ffifE#2 004-3101242 



mm. 2 0 03-434312 



131/ 



5. 9mmo 1) *JBV^ (2 b) fcfiH*fc£l&**. H*<0fc«*fro-C«»fb 

[0 2 9 5] 

(14 b) 

[0 2 9 6] 
[itl2 4] 




NH 2 „ ^ 

1o 56g 2 75mmo!) (2c) kPMUcRM** 

0 xmmt&to o . 5 1 g zmt&mmo t u-c#/c 0 

[0 2 9 7] 

(14 c) 

1 - (2 — >^nA^yjV7x-;v)tf^7y> 
[0 2 9 8] 

Mfc 1 2 5 ] 




(14b) K*v»T»iS$*L*:2-V^n^#'»U7*->l/T5> (O^Jg 
5mmo 1) *«#J (3 c) kRIWKJSUB**, W#©*W*lTo-CWMfc*» 
5 g *®M&tbWb i: U#/;o 
2 9 9] 

[0 3 0 0] 
Mb 1 2 6 ] 




Mm (14c) i:^tIl?W:l-(2-^o^y;v 7 x : ;v)tA 7 y/ ( 
2 5g 1 02mmol) t«M (6g) f b?K Knfe7>-4-»* 

MS m/e (ESI) 301 (MH + ). 
[0 3 0 1] 

-[-2 - u - t -^;v->* p^±>^7^ J ^Z2> MM 

[0 3 0 2] 

fflSE# 2004-3101242 



mm 2003-434312 



^-v : 132/ 



Kfcl 2 7 ] 




(10a) fc*wr«it**Lfcl-[2- 7* 
k;V]kf^7 v> (16 0mg, 0. 53mmol) *fflV/»fco 
MM (6e) tftv^ f h 9 t Knlf9 v-4 - *^7 , t KOftfc») Cn"^ 

*,T»ryz Kt«v4at« (eg) fcwwiKiae**, w ^ a *^Iil2t>f 

* n v T X x V * LTlMMfrfc* 6 5 m g **frfe*s BH t 

MS m/e (ESI) 357 (MH + ) . 
[0 3 0 3] 

f2- (4- t -yf)V^nAjpy jV) Z^ikJ -3-*?"^*^ 

g 2 > - 2 — :fr ^ 
[0 3 0 4] 
Ut 1 2 8 ] 




HCI 



•t^V^p^v*) -2-»no-N- (2-HKP 



[0 3 0 5] 
Hbl2 9] 



57] 



(2 d) TrM£tL*:2- 
x^;-;i/ (27 lmg, 0 



[2- (4- t-^^'>^n^->^) 7x-;V7 
9 8 4ramo 1) ttB*«»M^fc 0 
u UT±+V*>kt> 5 ic 2 - 9 u u fu M u y K*« v^T |Ufe« (2 

[0 3 0 6] 

ft- \2- (4- t -^^'>»P^^->^ -7^-;i/ ] - 2-^DP-N- (2-^^r 
[0 3 0 7] 



tHfE#2 004-3101242 



#12003-434312 



^-v! 133/ 



Hfc 1 3 0 ] 




mmm a 6 a) xmmztitzu- [2- (4- t-7?-**s9u^**/*) 

] - 2- ^nn-H- (2-tKn4r->if ^nift'/75K (13 4mg, 0. 3 
6 6mmo 1) ^tliflM^l-^ffl^^o 
^*L£^dfe#J (2f) fclWlflHcJ^S-^ |W)^«S?rtrv^ t-7^;Vf*n^* 

m g ^T^feffi^i: LT#7t 0 
[0 3 0 8] 
( 1 6 c ) 

^v>-2-^ 
[0 3 0 9] 

Mb l 3 l ] 




HCI 



nnm (1 6 b) X-WL&2fttzK- [2- (4- t-T^v^n^v;!/) 
] _ 2 -^nn-N- (2-* + Vxf^) ^netV75 K (1 6 5mg) *ffi3&JK*l- 

^ztiihrnm (2 g ) kra*cae>*-*, raai^iw&asrfi'v^ t-yw^A^ 

'>;i/*mwf^V7^fi't , 7-MiLt:, [2- (4 

(2 g) fcH*©#«^*BM*ffcU t-^;w>*n^*v;Vi&M:£tf 

MS m/e (ESI) 385 (MH + ). 
[0 3 10] 

(Hife^J 17) . 

i _ j_4- r 2 - (4, 4 -y^^-;v'>^n^^r'>;^) 7x^1 y^^yv y-i-^^ 



[0311] 



ffiSE# 2004-3101242 



#12003-4343 12 



^-v: 134/ 



Mb 1 3 2 ] 




o 



(3 c) -e»£$*Lfcl- [2- (4, 4-v^^->*n^*v;i/) 
tf ^° 7 v > (4 2 0mg, 1. 54mmol) Srffif&JBRfl-^fflV^feo 

f,v*;VA7^ KOftfcO CT-fe h- b V >V"SrJBv*"*\ (10 b) fcEMfcfcRJSS 

H*©lfc*!«*fTV>, 1- 14- [2- (4, 4->V^v^^->^) 
71/] ^7y'>-i-^f;H ^^-2-t>4 8 8mg*ffeittt UUfco 

6 m g fcasfeift Jl t LT#7to 
MS m/e (ESI) 343 (MH + ). 
[0312] 

{%mm is) . 

4 _ [-3 _ ( 4 - t -^f;yy^nAjr»-l-x^jV) -4- ( 4 - T^JU £ ^ 7 V > 

[0 3 13] 
Ufc 1 3 3 ] 




(18a) 

[0 3 14] 
[it 1 3 4 ] 

O F ^ 

T> F 



N-^^— N0 2 

5- (4-^h^yt'/<'jyy-i-^v) -2-^hn7iy-;v<7)ftfc')}-5- ; e^ 
!i , 1J y_4_^i / -2--fD7i;-^ (12g, 53. 5mmo 1 ) fcffiSMftH'fcJB 
v> ^o-7^ n >- h 'J if JVT ? >Ml^tfc •) t:^'J yV5:fflv\ *J&03 
(7 c) Hfltofca&SfcfroT. U'fkM l 7.2 4 gSr&fettll 

[0 3 15] 

4^jjj3_- (4 - t -7-f;Vy ^n^^r-»- 1 -.x~>l0 - 4 - - h n7^-;i/1 ^JV* 

tBSE# 2004-3101242 



mm 2003-434312 



**- 9 J: 135/ 



u y 

[0 3 16] 
\it 1 3 5 ] 




^^k, (18 a) T-iSif £*Lfc h V 7)i>*u* ? yxfr* ym.5 -^fr**) >- 4 ->f 
)l/-2--l>D7x-^x7f^ (3. 08g, 8. 64mmol) * ffiHIfl-t*i>' 5 > 
(7e) fcRMfcfcKJfc**. m*©ffc*fcS*frofc. t-T^/Hfeffitt 

[0 3 17] 

8 (4 - t — ^f-;V'>^ P^^r-fr- 1 — X-=- JV) - 4 — ^;V^ U 4 — >f jVj 7x- 

[0 3 18] 
[ftl 3 6] 




£%*s (i 8b) -cnmztLtiA- C3- (4- t-y^-^^^u^^- i-;-*) 

-4--hn7x-;l/] ^*'J> (2. 6 8g, 7. 7 7 mm o 1 ) 

, *ffi« (6e) fcP3»ICjRlE3*, ^M^tTo/co t-^^*«R 

[0 3 19] 

( 1 8 d) 

4_ [3- (4 - t z yf)H^ n^r-fr- 1 -■x-Zl') -4-K^7V >-l-^^7 

[0 3 2 0] 
m 1 3 7 ] 




NH 

(18 c) -e«afi$^2- (4- t -y^;u->^n^-9— 1 -i^;l/) -4- 
^;V*U y-4 --f;V) 7x-;V75 y (2. 1 9 g, 6. 9 6mmol) fciaS&lK*B- 
fflv^ Hi&$J (7 g) fcW*K2 0 O^-C 1 8WFlWRfB**. PI«|©fc&3*:fTofco * 

fee " 

[0 3 2 1 ] 

ffi§E# 2004-3101242 



#M 2003-434312 



^-v: 136/ 



[0 3 2 2] 
Ht 1 3 8 ] 




(18d) -C«t**Lfc4- [3- (4 -t n^**-l-*.-*0 
-4-Wy^-l-'f*7x^] (0. 3 2 g, 0. 8 3 4mmol) 

*ffl»«#n^fflv>, mmm (7h) fcraaM-RiS*^ ra^^ssr^xofeo 

t - y f JVlSPfi© 7 * 5 *t * ^lli^fe 3 5 0mg?:*lfe^^L«o 
MS m/e (ESI) 440 (MH + ) . 
[0 3 2 3] 

mmm 19) . 

l- T2- (4 - t -t^jvv? n^^r'>;v) - 4- 

[0 3 2 4] 
Mb 1 3 9 1 




(10 a) P^T*it**Lfcl-[2- (4-t--/f-;V->^n^^^>;V) 7 
;i/]tf^9v> (lOOmg, 0. 3 3 3 mm o 1 ) *rWft]Rfl-Kfflv>fc 0 

^fWiT5K^^:7-fch-b>J^^t, (10b) fcffl#K 

LT 1 — [2- (4 - t —-f+fr*s9 n^^r->;V) 7x^W - 4- ( 2 - * h ^ 
v-jtf- ;u) s Jy 1 1 5 m g £$rfeM#c% £ Ltftfco 

:©W»(iob) fcPW»oSft-c*aWlftfc, t-^y^D^f 

MS m/e (ESI) 359 (MH + ) . 
[0 3 2 5] 

! _ r2 - (4- t --f*fr*/9U-^**- 1 -4- 
[0 3 2 6] 



tBIE# 2004-3101242 



#M 2003-434312 



^-v : 137/ 



[it 1 4 0 ] 



OCH 3 




(7g) •e«asstLfci-[2- (4- t -7*fivy^^t- l --x-*) - 

4 _ (4 >^->tf^U 1 -J*) 7i-^]^5y> (lOOmg, 0. 2 

4 3mmo 1) ^m^M^l-^ L-Cfflv^T. Hifcffll (9) fcRI»fc»S&3*, R*^* 
sffoT t-W'>^nA^rV;V*3t07-b5#i:fC, ifeif^l- [2- (4 

_ t - f+jvi/tu^**)-- i -.x~;v) -4- (4-^h^^'Jf>-i- / f*) 

_ 4 - ~> ^ n 7*0 f JHf ^ 7 y ^ 1 0 4 m g#f:o (9) 

fcRWft^^tt-eJftHfcaL-fbUT t -^f^*»fi©5*^-C*4Sfl^* 7 9 m g 

MS m/e (ESI) 466 (MH + ). 
[0 3 2 7] 

(Hife#l2 D 

! _ 4- T2- (4. -4- (4-x>4rVb^ 



[0 3 2 8] 
MIS 1 4 1 ] 



HCI 



(2 1 a) 

4 - J- b ± vtf^U 3j> 
[0 3 2 9] 
Mb 1 4 2 ] 



<: 




O— ^ HCI 

Kn^vtf^Vv>- l-*W/it-7 , f^r;V (2. 2g, 10. 9 
mmol) Zm%E?MKm^Ko ^ 

3 *<b*?- C3^x^*jiv>, h»j (7 a) fcnai^Rjs*^ ra««> 

[0 3 3 0] 

1 ( ^.^;y-4- T2- (4. 4 ->M^V'>*p^*~>^ M 



[0 3 3 1 ] 



ttlgE# 2004-3101242 



#M2 003-434312 



: 138/ 



Hb 1 4 3 ] 




HCI 



(3c) X^^flfzl- [2- (4, 4-y^f;Vv^DAJr^) 
M^y=jy (6 5mg, 0. 2 3 9mmol) ^m^MM^m^Zo 

mnm (8 c) tiwMtKRjss-^ mm^mmzn^. iiM8 2m g $:M B 9 B 

MS m/e (ESI) 329 (MH + ). 
[0 3 3 2] 

^4 --T-n^e- 2 - (4. 4 -y^fJVy^A^yji/) -7 jl-;H -4-7^l/fc° 
^ v v > 



[0 3 3 3] 
Mb 1 4 4 ] 




%mm (2 1b) "ClMiStL*: 1-^^-4- [2- (4, 
;i/) 7i;;V] e^7V> M (6 4rag, 0. 17 5mmol) ^rtB^Im^^fflV^ 

ii^hV^A^^ffl^^<b^L. «M (3e) fclWKEO&S-^ IWJ^fMkS 
£4t ^^b-» 7 1 m g &«fe?lil#ctf ^ fC#^o 
[0 3 3 4] 

4- [2- (4. 4 -v^ fvgiv^ P^v^) -4- (4-^b3r'>^ 



1 



[0 3 3 5] 

Mb 1 4 5 ] 



• HCI 




(2 1c) T^it^tt^l- [4-7'D^-2- (4, 4-S^f-^>*a^* 
yjv) 7xi)H -4-/f^^7y> (2 0mg, 0. 0 4 9 1 mmo 1) t> $1 
U (2 1 a) -CfijSSfLfc 4 -ih*->tf^ (1 Img, 0. 0 6 3 8mm 
o 1) £ffif&M*R::/8v^o , , 

-e, (3 f) tiw^MfSs^ mm.<Dimm*ft^. \ ±- [2- ( 

tBfiE# 2004-3101242 



#® 2. 003-434312 



^-v : 139/ 



4> 4 _v^^;i,v^n^^v;v) -4- (4-xh^y^'J^>-l-^^) 7x- 

W^fe********-* (3mL) i:»U;tC> 4 N4*fK**lt*^ < 
0 0 0 8 2mL) *lniLfc. Sfcfc'v*** (5mL) -CtftfU *«>]aS«*«ffiT 
£*»Lfco ^fmL/i^»^m^ B B a *^^^>^^^^ L > 6mg 

MS m/e (ESI) 456 (MH + ) . 
[0 3 3 6] 

(3Sifc0l 2 2) - r - o 

! _ (fb9t:Ko^9>-4-^^^ - 4- T2- (3. 3. 5. 

[0 3 3 7] 
Hb 1 4 6 ] 




• HCI 



(4f) fc*v-C****L*:l- [2- (3, 3, 5, 
! -i-;i/) 71-^] (1 2 Omg, 0. 4 0 2 mm o 1 ) SrffiSS 

^^fiV^ft KOftfc *) Y ? * Kn t?7 ^- 4 -#;w^7*fc: KfcJBvs * 
tttt (4g) fcBiailcRie*^ UMItffotl- (rh5kKne7V-4->f 
_4_ [ 2 - (3, 3, 5, S-Th?****'**^**-!-*-*') ? 

Cltifc^lfrW (4 g) t mm<7)^ ft-CtttMLt««Ml 1 3mg*iM HB ii 

MS m/e (ESI) 397 (MH + ). 
[0 3 3 8] 

!_ ) 4 - [2 - (3. 3. 5. 5-rf^f^y^ A ^-'- x -^ 7^~JV 

[0 3 3 9] 
lit 1 4 7 ] 




• HC! 



O 



*Mfl (4f) WV»T«IHfcl- [2- (3, 3, 5, S^h^W^A 
c^-9-_ ! _;r.-;V) (4 Omg, 0. 13 4mmol) 

ffi|iE#2 004-3101242 



#12003-4343 12 



^-v: ho/ 



^ f 7 5 Ko-ftfc Oct t v ^ h v ;^fflv>T, mmm dob) twmizBLfc 

MS m/e (ESI) 369 (MH + ). 
[0 3 4 0] 

/?^ J !*U^*/> -4- T2- fa. 3. 5. 

[0 3 4 1 ] 
[<fc 1 4 8 ] 




N . HCI 

«M(4f)'i:«v»TWS»ifcl-[2-(3, 3, 5, S-^^f?**" 
^^^-i-^-jV) 7x-;i/] fc?^7v> (4 0mg, 0. 13 4mmol) SrtBS&Hl 

v> y^fWA7?K^^:7^Fx>>^^v^ »J (10b) fcra* 
fckfi**. ra*0<fe»a*ffv^ 1- (2-* -4- [2- (3 3 

° ZtiZnnW (4g) ipi|#0*ft«ttl«^»3 lmgtifeftSfctTH 

to 

MS m/e (ESI) 357 (MH + ). 
[0 3 4 2] 

i - U - 12 - (3. 3. 5. 5—rh^^^-^9u^^JU) Tj^JkJ 

[0 3 4 3] 
[fbl4 9] 




(8b)"fc*vvC»***Lfcl-[2- (3, 3, 5, 5-fb7Wv^ 
y^*=s)\s) 7x^]^7V>' (4 0mg, 0. 13 3mmol) * m&1&¥r^m^Tz 

^^A 7 $ Koftt>«9CT-feh~>V;V*fflV>T, iiW (10b) fcRMKBUS 

aiiE# 2004-3101242 



#12003-4343 12 



^-v: 141/ 



B#©«A«*-flv^ 1- |4- [2- (3, 3, 5, 5-rh7^W^nA 

diTfc&Sfefll (4g) fc»M«LTHM!il3 3mg*^l^t It 

MS m/e (ESI) 371 (MH + ). 
10 3 4 4] 

(SSifcfll 2 6) ^ 
!_ (2-^h^>xf^ -4- \2- (3. 3. 5, 5-fb9^W»P^y 

[0 3 4 5] 
Mb 1 5 0 ] 




• HCI 

(8 b) K^XMm^fitzl-[2- (3, 3, 5, 5-rh?>f^n A 
^v;V) 7x-^]^7i?>' (4 0mg, 0. 1 3 3 mm o 1 ) £tfJf§M-KJl^£o 

^f-WA'ATS KOfti)lJi:7-bh-l' , J^fflv»T, (10 b) tRffi 

KEU&Z&> ra#0|fe»a4:tTV», 1- (2-^ f^vxf;v) -4 - [2- (3, 3, 
5 5 _7.|>7^f;v->^nA^yjl') 7x-)V] fcf^ 9 v > 3 7 m g =M#fc 0 

itL*«#u (4 g ) tmu<o-^m^mmtLx^m^m 3 smg^isik u 

MS m/e (ESI) 359 (MH + ). 
[0 3 4 6] 

(*2t«2 7) ^ , , 

,^ ;l/ _ 4 _ r5 -^ >4rv-2- (3. 3. 5, 



1 



[0 3 4 7] 
Mb 1 5 1 ] 




(2 7 a) 
[0 3 4 8] 



2--> n -l-(3. 3. 5. 5-f>7^W»n^t-l-J- 



tiJIE# 2004-3101242 



mm 2003-434312 



^-v : 142/ 



[ft 1 5 2] 




nnm (6 a) 2- (4, 4-^^*->*n^*-*- 1 - -4, 4 

5 5 _ f 3> 2]^**^#n9>0'ftfe , 3 (4 b) 

$*Lfc4, 4, 5, 5-rf7>f^-2- (3, 3, 5, 

-fl.-X-jc^fl,) -[l, 3, 2]y*Wn?> (2. 7g, 10. 3mmol) 

HM^J (6d) fcro»fcKJ63*, TO<7^:g£^oT^Mft^2. 5g?:ffei 

[0 3 4 9] 

(2 7 b) 

5 -^ h ^v-2- (3, 3- 5. S-fH>W^ ^t-l-x^) -7^- 
jW7 ^ > 



[0 3 5 0] 
[1tl5 3] 




(2 7 a) iZ&^xm&Ztlfc*-* h^->-2--hn-l- (3, 3, 5, 5 
-?b7^f"^ , >^ nA3 E : '^'" 1 - x -'' 1 ') ^O'-tf^ (2. 5 g, 8. 6mmol) ^ 
MM (6e) fcRHfcfcRfcS^ ra»<B»S*froT*«*frfr*2. 2g**fe*lMHiJfc 

[0 3 5 1 ] 

(2 7 c) _ , . 

1 2 - (3. 3. 5. 5 -f h9^W»a^t-l-x^) 

[0 3 5 2] 
[ft 1 5 4 ] 




^li (2 7 b) *Z&\,>X$k1k2tit:5-* Y*i/-2- (3, 3, 5, 5-f b7>f 
;Vy^n^+t- 1 -.x-A') 7x^T?> (2. 2g, 8. 6 mm o 1 ) **i60l ( 
6f) fcpg»fc&lS3-*, ra*0»«froTlMMfr&*2. OgmifriU^ 



[0 3 5 3] 

(2 7 d) 

i-y^;v-4-r5-^ h^->-2 

[0 3 5 4] 



(3. 3. 5. 5-ff^f^>^ A H- 



tfJSE# 2004-3101242 



#M 2003-434312 



<*-*J : 143/ 



[ftl5 5] 




HiSii (2 7c) t:j3</>rSl$^l-[5-^h4r^>-2- (3, 3, 5, 5-rh 
7^f JVy^OA^t- 1 — x.=-)V) 7x-;v]t'^7y>' (1 1 5mg, 0. 3 5mm 
ol) (6g) fct£v>, f h 7 t Kn tf 7 l' - 4 - * K^ftfe D I: n 

-7*f;v7;vfl: K£fflv>H3£$l (6g) t mW-i/'KiB^^t, mU^M^tr^XUM^t 
%m 8 0 m g U#to 
[0 3 5 5] 
(2 7 e) 

X _ : / f .;v-4 -T5-^ h^->- 2 - (3 . 3. 5. 5-f b J^^^p^^^ 

[0 3 5 6] 
[itl5 6] 



^Jfe^J (2 7 d) bZ&^xm&Ztlfz 1 --7*^;V- 4 -[5 h^r->- 2 - (3 , 3 , 
5> 5 _^ ^^t^;v->^ l tr-^9v> its (7 0 

mg, 0. 16mmol) (6h) i: |WJ$H;:&J££-£, IWjjjfOjM^To T^M 

ft^H 5 m g ^ If LT#/>:„ 
MS m/e (ESI) 387 (MH + ). 
[0 3 5 7] 
(HMM2 8) 

4 _ p4_ (4- 7 p pfc:;vbf^7i;^- 1 - ^ ;V) - 3- (3. 3, 5, 5-rl-7^f 

[0 3 5 8] 
I-ffcl 5 7] 





(2 8 a) 

5 -<=e;u* !l>-4 --^ 2 - - 



[0 3 5 9] 



ffiSE#2 004-3101242 



#® 2003-434312 



^-v: 144/ 




"OH 
NOs 

rfTSRO 5-7^tn-2--hn7x;-;l/ (10g, 63. 65mmol) * ffiffcH 
4 _^ h^->tf^i; v> ^m^Oft*? >9 'J >£fflv>T. ^JfefU (7b) tm 

[0 3 6 0] 

(2 8 b) 

[0 3 6 1 ] 
Kb 1 5 9 ] 

.O, 




O F 
"O-S — f— F 
NO2 O F 

$mm (2 8 a) til? ti/; 5 - * 'J > - 4 ;v- 2 h n 7 x y - ;v (1 
4. 0 4g, 62. 63mmol) *ffi*JR3R-KMV»*:„ 
£*i£»#U (7 c) fcEMfcfcRJES*, RI*«>«AS*ffv^ IM^»2 1.4 6 

[0 3 6 2] 

(2 8 c) 

4 - [4--fn-3 - (3. 3. 5. 5-fh^f^P^ -l- x ^' 7 

[0 3 6 3] 
Hfc 1 6 0 ] 




(2 8 b) "CM^tt*: h V 7)\s*u* 5-^e^*U>-4- 
^JZ^-- > n?!-;^^ (2g, 5. 6mmol) *ffil&M#^^^^o 

4 _ t _^ ;W> ^ 1 (4, 4, 5, 5-rh5^^) -[1 

, 3, 2]y**^**n?ywftfc>l9K|yfe0I| (4b) T?«iS$tL3t4, 4, 5, 5-r 
^^^_ 2 _ (3, 3, 5, 5-f b7^f^n^t-l-x^) -[1, 

3, 2]yW*'n7^I^ii^l. 2 -V* L 

mSE# 2004-3101242 



#120 0 3-4343 1 2 



^-v: 145/ 



- ^ jViftiJ >- 4 -4 fr- 2 - (3. 3, 5. 5-rf7^f^y^n^t — 1 — ^ 



[0 3 6 4] 

(2 8 d) 
4 

[0 3 6 5] 
Hfc 1 6 1 ] 

o 




Mfl (2 8c) tMS*ifc4- [4-=hn-3 - (3, 3, 5, 5-rW>f 
1 7x;M tWJV (lg, 2. 9mmol) fcffif&m 

R(SI*M*1 5W40^ILt, (6 e) *:H#fcJRJ&3*, rafcofcfcfc 

[0 3 6 6] 

4- 8 r4-^7yy-l-f^-3- (3. 3. 5. 5 — f- > 9* ^fr->? n^fr-fr- 

[0 3 6 7] 
[Itl6 2] 




, (28d) t?^it$tt/i4 -^E;^^ 1 ; ^-4-^^-2- (3, 3, 5, 5-7" 
h7^f;Vy^nA^t-l-i-;V) 7x^7?> (9l0mg, 2. 8 9 mm o 1 

[0 3 6 8] 

( 2 8 f ) 

4 - [ 4 - (4 -^ntfjWtT^9y>- .1 -4 )±} -3 - (3, 3, 5, 5-ff7^f 
ju~>» a^^»- l -=E;v:friJ> ifcgt^L 

[0 3 6 9] ^ 



miE#2 004-3101242 



#M 2003-434312 



*t-V : 146/ 



[it 1 6 3 ] 



0 




• HCI 



(2 8e) t?SjiS»Lfc4- [4 1 --f^- 3 - (3, 3, 5, 5 
_^ ^ ^ ^-fr*,? i -jc— ;v) 7x-f] (12 0mg, 0. 3 

13mmol) ^M»/: 0 

n _ 7 'fjv 7; vft KOffcfr*) p^nif^T^fl: K£fl§v>T> (4 g) tRf^ 

RJS£-£, rattO^taSrtfv^ 4- [4- (4 -yn^^?y> - 1 -3 
- (3, 3, 5, 5-f ^^f^y^D^t-l-^) ;v] ^i^V^l 

(4g) kra*0*ftTiftBl«l<fcL-C«Wfc*Wl 3 5mg*efe@#t L 

MS m/e (ESI) 426 (MH + ). 
[0 3 7 0] 

mmm2 9) # _ 

4- r 3 - (4. 4 - v^f-JV->? l - -4- (4 -^y-f-;vb^-7 

y>-l-^f;V) 7x^)1^1 ±J}^V_> 
[0 3 7 1 ] 
Mb 1 6 4 ] 



4 - [3- (4. 4 - yxf ^->»nA»» - l -xz^) -4-^fn7x-;v] -=e>l/ 

[0 3 7 2] 
Ht 1 6 5 ] 




(2 9 a) 




O. 



tb\SE# 2004-3101242 



#® 2003-434312 



^-v! 147/ 



mmm (28b) t-ss?^ v u 7^tn^ ^ >^^*>i5 -^^^v 

jl / -2-;FD7i-JHXf^ (3g, 8. 4 2mmol) ^fflUK^l^fc, 

4 _ t 1 - n-\^r-9-- 1 (4 , 4, 5, 5-rF7^f^) 

[1, 3, 2]y*tW'n7 y<Dftt>*) (6 c) T-§2B£ L*: 2 - (4, 4-v 

^fri/tu^*^-!-*--*) -4, 4, 5, 5-f h7>f^-[l, 3, 2]v* 

7 e) fcra»fc£0&£-»*\ TOO^&S^T^ «UStt£-%3. 1 1 g^r^^Ut L 

[0 3 7 3] 

(2 9 b) 

2 - (4, 4 - yxf;l/y^nAjrf- 1 -j^-)V) - 4 -^e;W-fr V >- 4 - -f ;V7 x - 

;vy ^ > 

[0 3 7 4] 
{it 1 6 6 ] 




(2 9 a) -C^$tL/c4- [3- (4, 4 -^fjVy^ n^*-*J— 1 
;V) -4--fD7x^] > (3. 11 g, 9. 03mmol) 

Z.tC*mMm (6 e) fclwI^^K^^^ I^^Mfcfi 1 ^ «M^%2. 5 5 g 

[0 3 7 5] 

(2 9 c) 

4- f3- (4. 4-v^;V'>^P^^^-l-^-^) -4-t^7V >-l--f^ 

[0 3 7 6] 
Htl6 7] 




(2 9 b) 2- (4, 4-yxf;Vy^Mt- 1 ~ " 4 _ 

-^;V*'J>-4-'f^7x-^7ry (2. 5 5g, 8. llmmol) fcffll&IIW- 

ctL^»fo (7 g) tmMKKmmt. mmv&mmz'tf^. m»<t^m2. o 1 g 

[0 3 7 7] 

(2 9 d) 

2004-3101242 



mm. 2003-434312 



^-v: 148/ 



4- T3- (4. 4-'WJi/i/jrnA^-i-x-/i/) -4- ( 4 -^>^;vbf^7 

[0 3 7 8] 
Mb 1 6 8 ] 



0 




mmm (29 c) ^^xum^ixfz4- [3- (4, 4-v^;w>*n^*-9— 1 - 

-4-ii^7y>-i-^;i/7x-;v] ^e;i/*V> (3 0mg, 0. 0 7 8 2 m 

mo i ) zmmmm~m^Ko 

z.ti*mmm (if) iwiiio^s^^To/to zh^mMM an 

h|W)#O^T^m^t:L-C^®^%3 8. 9mgtefe^t LT#7to 
MS m/e (ESI) 454 (MH + ). 
[0 3 7 9] 

(mnm 30) 

1- 14- r 2 - (4. 4 - yxf )Vyj>q AJpt- 1 - x^;H - 4 D 4 

[0 3 8 0] 
[ftl6 9] 



0 




%MM (2 9 c) K&^Tg^StL*^- [3- (4, 4-^W^D^t-l 
- 4 - tf^7 1 -W ^7x;jP] (250mg, 0. 652 

mmol) ^m^#^fflvVco 

m dob) ^itokbods-s:. iwi^of^s^^o^o zbKnmm (4g) 

^ftt-M^kLtlM^ 3 2 0 m g * fi<fe@#t L"C#^o 
MS m/e (ESI) 454 (MH + ). 
[0 3 8 1] 

(mmm 31) K 

1 -7 p Pbf;i/-4 - T2- (3. 3. 5, 5-f h7^f^y»PAjrj/;V) 
[0 3 8 2] 

ffi|E# 2004-3101242 



#M 2003-434312 



^-v I .149/ 



Hfc 1 7 0 ] 




HCI 



^iiaj (8b) C*v»-C»3tt**«:l -[2- (3, 3, 5, 5-rf7^f^n 
^~>;V) 7x-;l/]tV7y> (12 0mg. 0. 3 9 9mmol) £ tfc^JliWcfflv* 

H»Oil!iS*froT 1 -7 p ntT;i/-4- [2 - (3, 3, 5, 5-rh7^f 
;l/v^n^^V;V) — ;V] tf^9 VV 1 0 4 m g Sritfeffttt* LT#^ 0 
£*L*Hifcfll (4 g) t|Wj3|*0^i£-cmmm<bt-CM'fk^%9 2mg^*felSB a a J: L 

MS m/e (ESI) 343 (MH + ). 
[0 3 8 31 
(Hifefll 3 2) 

1 _y^;y_4- f4 - - 2- (3 . 3. 5. 5 



[0 3 8 4] 
lit 1 7 1 ] 

OCH 3 




HCI 



(3 2 a) 

4-> h*y-l- T4-^hn 
l-ji^fr) tf^Vv^ 
[0 3 8 5] 
[ft 1 7 2 ] 

OCH3 



3- (3. 3. 5, 5-rf7^f^y»P^^' 




HifeM (7 c) T'i 

v>- 1 -4*0 ■ 



ti&Ztitz h U * 5- (4 h^^U 

- 2 — — h n -7^ — A-x^f ;V (2 g, 5. 6mmo 1) SrlBftHfl-K 

tU|E# 2004-3101242 



fI-2 003-434312 



150/ 



4 _ t _^;vv^n-v4r-»J-- 1 -x.-)l>- (4, 4, 5, 5-rf7^fJV) 
-[1 3 2]v**-9-**°7>?>ft;b i 9 K»flJ (4 b) •C«iS3tLfc4, 4, 5, 5 
_^,! 5 ; f;1/ _2- (3, 3, 5, 5-f^7>f^n^t-l-^) -[ 
1 3 2]^WD7>tfflv\ ^1*1, 2-^h^^^-*«i« 

t'vr[ $mm (7 e ) fcra^njRjs*^ ro**>ffe»«*frv^ mmt&toz. s 9 g 

[0 3 8 6] 

(32b) 

4 _ (4-^^'jy>-l-0) -2- (3, 3. 5. 5-fh9>W» 

[0 3 8 7] 
[<k 1 7 3 ] 

OCH3 




mjmvi (3 2 a) -C«a6*tL^4-> h*2/-l- [4-->n-3- (3, 3, 5. 5 
_^ j^^^^n^*^- 1 7i-)H ^ , iv> (U. 2. 68mm 

0 1) *fflHIS^fflv^„ 

1 8l$ffl4 OKSIU, #£ifc0B (2 c) tra»KRJB$*. ra*©fMra**T^ * 

8 4 5 m g fefl&fli^ £ LT#?c 0 

[0 3 8 8] 
(32c) 

j__ p 4 _ (4->h^->b:V 1 )y>-l-^^) - 2 - (3. 3, 5, 5-rl- 7^f 
;i/~>? q^^flO "7^-;v1 ^<2Jj> 
[0 3 8 9] 
Mb 1 7 4 ] 

OCH 3 




(32b) "CM**-**- (4-^^^^-l-^) -2- (3 
3, 5, 5-r h^^f^v^nA+v^) 7i-^7V/ (8 4 3mg, 2. 45m 

Hi&fll (7 g) fcraaUc&JSS^ RWJloaiOsaSrtTV^ «S<b^#5 9 6m 

tBSE#2 004-3101242 



#12003-4343 12 



: 151/ 



[0 3 9 0] 

(32d) , 



(3. 3. 5. 5 




HCI 



(3 2 c) -e»j&$*Lfcl- [4- (4-* h^^'JJ'V-l-'fJI') -2 
- (3, 3, 5, 5-f f7>f^'>^ DA **>^) 7x-;V] \£*<<9*JV (12 0mg 
, 0. 2 9mmo 1) frHHMUH-fcJfl^fco 

ctt*^»j (4 g ) fcraancRjes-*, ra*<7>««s*trv^ i--/^;v-4- [4 

_ ( 4 -^^y^'JyV-l-'f^ - 2- (3, 3, 5, 5-fF7^f^n 

£*L*H*frW (4g) tiiC^mMLt^Ml 4 3mgMWt 

MS m/e (ESI) 470 (MH + ). 
[0 3 9 2] 
3) 



[0 3 9 3] 
lit 1 7 6 ] 




(3 3 a) 
g_ga [4 



51 -rTJ-e-^^-S-^-^ 



[0 3 9 4] 
Wfc 1 7 7 ] 




•>^D^>'^y*;WN*;Vfli K (lOg, lOOmmol) <Z>h;l/^> (1 0 OmL) « 
fcfc, *?)V\>=.**r\>y (7. 8g, 110mmol),p-M^^^»(l 
9g 1 Ommo 1) **nx.> r-f - * - *«1t*JBv***:*ft 1 2 0t;f 

tflSE#2 004-3101242 



mm 2003-434312 



^-v : 152/ 



t?tt»L««ft'&'»6. o g ^i«®tt^o 
[0 3 9 5] 
(3 3 b) 
XE'P U. 51 - 8 

[0 3 9 6] 
[ftl 7 8] 



I (3 3 a) lz55\,*XMik2tLfcxW [4. 5] f** - 6 8 -*> (6. 
0gl 4 0mmol) frfflv^ mMW (6a) tmmzEJ&Z*. Efc^Sfctro T* 
Mfti"t> 6 . 0 g ^ LT#7t 0 

[0 3 9 7] 
(3 3 c) 

i) ? )^d^>xm>1 ^eo f4. 51 7^-7-^-8-^ k^t* 



[0 3 9 8] 
[ft 1 7 9 ] 



£>( O 



(3 3 b) K^v>T»at$*t*:^trn [4. 5] T* (7. 0 g, 4 

6mmo 1) (6 b) fcR»CRJfeS*. BliOjHltffoTMftWIl 

3. 7g^fM«tL-CHfco 
[0 3 9 9] 

(3 3 d) 

4. 4. 5. 5-xb7^^-;V-2-^lfn T 4. 51 - 7 8 -4 [1 
. 3. 21 



[0 4 0 0] 
[ft 1 8 0 ] 



/ 



&fifctf (3 3c) fcfcviTraSttfchy?*****^***** *^° n U. 5] 

^--^ _ 7 8 ->f (3 . "7 g, 4 0mm o 1 ) Srffiv^ ^Jfe^J (6 c) 

[0 4 0 1] 

(3 3 e) 

4 _ T4. 51 TU- 7-x>>-8->f ^x^^ ^ 7 y>-l-*^ 
[0 4 0 2] 



miE#2 004-3101242 



#M 2003-434312 



153/ 



lit 1 8 1 ] 




(3 3 d) iZ&^XWkik2titz4, 4, 5, 5-r F7^f)V-2-Xtn [4. 
5] riJ _ 7 -z_y-s-s( )V- [1, 3, 2] V***y-#u?y (1_. 3g, 4. 9 5 
mmo 1) *m^, %mm (4e) fcP&fcKRJe**, R*Oftka*trot:««^»l 

[0 4 0 3] 

( 3 3 f ) 



^_L2_ 
[0 4 0 4] 

lit 1 8 2 ] 




(3 3e) fc*v»T«*S:h.*:4- (2-*fcfn [4. 5] 7»*-7-^>-8- 
^ P7l -jV) t?^7v>>- 1 -*>HK>Bt t-^fWr^_(l. Og, 2. 5m 

mo i) *fflv», (4f) traau-Rjes-s, R«o«fca*ffo-c««'fk#wa. 

6 g ^ffe«tL-C#/c 0 
[0 4 0 5] 

(2-Xtfa U. 51 fA-7-x>-8-^7x^ ) 



[0 4 0 6] 
Hfc 1 8 3 ] 




fttttl (3 3f) CiV'TWHftl- (2-^en [4 f] f*-7-xV-8- 
^;V7x-;V) ti^7^V (HOmg, 0. 4 7mmol)- » (4 g) H 

[0 4 0 7] 

( 3 3 h ) 

1 -^;y-4- ( 2 -7>K°or4. 517**- 8 -^;i/ -7^-;V) 
. [0 4 0 8] 



ffiSEJRF 2004-3101242 



mm 2003-434312 



^-v: 154/ 



lit 1 8 4 ] 




^u.. . (3 3 g) K.&^XSi&Ztit: 1 4 - (2-Xfcfn [4. 5] TlJ-1 

8 _>f^7x^) lf^7y> M (4 0mg, 0. lOmmol) 
, HWJ (6h) traai»Cft6S-«:. ra»0«fca«r^o-C«H-fb^W3 3mg?:tffe@ 

MS m/e(ESI) 355 (MH + ). 
[0 4 0 9] 

mmm3 4) 

[0 4 10] 
[jfcl8 5] 




(3 4 a) 

[0411] 
Hbl 8 6] 

4 4 -v?jLf-;v->^n^^r-9-y ywftt>«5 *£°n [2. 5] *^*>'-2-*> C 
l! 7 1 g, 13. 7 7mmo 1) *fflS&]R*l-fcJflV»"t\ $£Jfc0l (6 b) 

[0 4 12] 

^■V^S. 5— r^?^*-?-"** 0 T2 - 51 *»»-E-x:/-6--f*- [ 
1. 3. 21 ytWP9> 
[0 4 13] 
Hfc 1 8 7 ] 



*>*H~. mm®) (3 4 a) KHsv^MSiifchU 7^*n^^y^^*y*^tfn [2 
5 ] -j-^ ^_ 5 6 -4fr3.7sTfr (3. 3 4 g, 13. 0 3 mm o 1) £tBfl 

tBSE#2 004-3101242 



mm.2 003-434312 



s<-V : .155/ 



3 5 g £ftfefliP» t LT#/c 0 

[0 4 14] 
(3 4 c) 

4- (2-7>bfn T2. 51 9- 5 -J.;/- 6 -^"7^-^) 1 - ft 

10 4 15] 
[fbl8 8] 




~;l/) 1 t (4 . 1 2 g, 10. 03mmo 

1) &ffiSfe]R*l-fcffiv>fco 

4, 4, 5, 5-fh7^f^-2- (3, 3, 5, 5-fF5^W^Mt-l 
-i-;V) [1, 3, 2] v^-t^n^VOftfc*) fc> SSJfcW (3 4 b) T~§SB££ tlTt 
4, 4, 5, 5-rV7>f^-2-Xt"n [2. 5] * 9 9 - 5 6 - -f [ 
1 3 2] yi*t*'D7^ (2. 3 5 g, 10. 0 3mmo I ) fflv^T. ^tfeM (4 

e ) t'mm.fcKj&mt, ftm*>v&m**T^* nmvc&w 3 . 0 9g«t^@#i:u 

[0 4 16] 

(3 4 d) 

l_- f2. 51 t7^-5-x^-6--f;v7x- ;v) Verity 

[0 4 17] 
[tt 1 8 9 ] 




» (3 4c) C^v>f»it$tL^4- (2-Xtfn [2. 5] 5-^.^-6 

-/fjv7x-M \£s<jw- i -*;v^>iSt -y^;vj.^x;v (0. 3 8 0 g, l. 
0 3mrao 1) *ffi»«»Klffiv»r, (4 f) fcH*fcjRJS3*, H«l«>&*fc3* 

Jff Mffrfrtt 2 4 9 m g Sr^Wfef*^ LT#*r 0 
[0 4 18] 
(3 4 e) 

l->f y7^;i/-4- [2. 51 ^»^-5-^>-6--Y;l/^^-^) H 

^■7> gygjji 

[0 4 19] 



&SE# 2004-3101242 



#M 2003-434312 



^-v : 156/ 



lit 1 9 0 ] 




g 



(3 4d) T«tL£l- (2-*t°n [2. 5] * * * - 5 - 6 - * 7 
jl^;^) tf^7v> (6 6mg, 0. 2 4 6mmol) SriB^/EfBCJSv^o 
7- y 7 M. Kn t*9 >- 4 -#;w^7*fc Koftfc 0 vyf^T^ft Ktl^t, #1 
i&fl!) (6g) hWfa\^WM mffi.<7)1£&m*?r^, glMi7 6mgtlfe^t 
Lt#/:o 

MS m/e (ESI) 325 (MH + ). 
[0 4 2 0] 

(nmm 35) 

1- (2-^>bfP T2. 51 t»»-5-x>-6-^f^7x^) -4- (7->7t:K 

[0 4 2 1] 
1 9 1 ] 



HJfcfll (3 4d) tSilLfel- (2-Xlfa [2. 5] t^^-5-x>-6->f;V7 

^ - ;V) ^7 7^ (2 0mg, 0. 0 7 4 5mmol) ^iH^MKm^tzo 

$mm (6g) tlWJ^^^lS^-^. HM2 4. 3mg?r*ll 

MS m/e (ESI) 367 (MH + ). 
[0 4 2 2] 

mmm 3 6 ) 

T2. 5] *g 6 -^n/y if^^^v 



[0 4 2 3] 
[ftl9 2] 



mmm (3 4 e) T?»jt$*Lfei->f [2. 5] ***-5 





ffifE# 2004-3101242 



#M 2003-434312 



^-v! 157/ 



-xy-6-'f^7i-;i') t'^7y*>lit (2 0mg, 0. 0 5 5 4mmol)£m 

(6h) fcWI«ltEJ&$*6B*IBI«ffL*:«t^ ra«U&«««*fTV^ 
1 9 m g ^fe^ H B B t LT#£ 0 
MS m/e (ESI) 327 (MH + ). 
[0 4 2 4] 

mmm 3 7 ) 

[0 4 2 5] 
[<t 1 9 3 ] 




HCI 



(3 7 a) 

4- T2- (4. 4 -i^^Vv^q^^- 1 7x^ 1 tf^7v>-l- 

[0 4 2 6] 
1 9 4 ] 




I 

0 A 0 J< 



-;i/) tf^7>?>- 1 -*^>Ht --7*-^ fl/x^f^ (4. 1 g, lOmmol) 

4, 4, 5, 5-ff5^fJV-2- (3, 3, 5, 5-f b9> W?nA+t-l 
-o:-;v) [l, 3, 2] ^**^**n 7 ><7)ft£> U fc* (lb) -ClKaiStLrt: 2 

- (4, 4-^f;Vy^nA^t-i-x^;v) -4, 4, 5, 5-rh7^f^ [1 
3, 2] yt + t#D7> (2. 8 3 g, 1 2mmo 1 ) fflV>T. ^ifc^U (4 e) 1 1^1 

[0 4 2 7] 

(3 7 b) 

!_ [ 2 - (4, 4->'>f)l/y»nAH- 1 -^-;v) 7 j.~>H 
[0 4 2 8] 



tBSE# 2004-3101242 



#M 2003-434312 



^-v: 158/ 



Ufc 1 9 5 ] 




H 



(3 7 a) fc*5V»TSH63;H;fc4- [2- (4, 
7i-JV] t^7->'> - 1-* W>|t - /f-^tiV (3. 1 7 g, 8. 
5 6mmol) *Hl»lR«-fcfflV^. 

3 g) fcH«ifcR(53-e\ mato&a&sfcfrv^ 8 2 gt«»feifltfc l 

[0 4 2 9] 

(3 7 c) 

1 - r 2 - (4. 4-y ^ ^;v->^ 1 

10 4 3 0] 
Ut 1 9 6 ] 



(3 7 b) fc:*5V>T«jiS*L7fcl- [2- (4, 4-v^;W>?n^^- 1 - 
jc^;v) 7x^;i0 t'^7y> (2 0 0mg, 0. 7 4 0mmol) Srtti^HUiSB'/B v>fc 



HitfiJ (3h) fcHfcfcRlSS*, W«©««k««:frvs 1- [2- (4, 4-v^-f-;v 
1 -^-;v) 7i-;v] - 4 -*f vW^9y> 2 3 0 m g fc$£5tfe 

(3 h) tra»0^ife-C«[gftffi'fkLTaHB'fk^2 5 5mg^*feS#t b 

MS m/e (ESI) 327 (MH + ). 
[0 4 3 1 ] 

mmm 3 8 ) 

l _y ^ pyq tf;y^t -^JV- 4 - f 2 - (4, 4 - i^xf ;Vy» n^^r'>;V) -4- (4 




[0 4 3 2] 



ffi§E# 2004-3101242 



mm 2003-434312 



^-v I 159/ 



Ut 1 9 7] 




[0 4 3 3] 

(3 8 a) 
4- T2- (4 



[0 4 3 4] 
m 1 9 8 ] 




(4d) fc*JV*T»jiSitfc4 - (2-MJ7**n^^*-my7i 
y/- 1 -*>U#vBfct -rfJVi^rJV (4 . 7 1 g, 11. 5mmo 1 

4 4, 5, 5-xh9>f-;^-2- (3, 3, 5, 

[l, 3, 2] y**^#n9>©«:*»«J^ (6 c) -C»ft$^«:2 

- (4, 4-yWy^nA^-l-x^;i/) -4, 4, 5, 5-rf?>f* [1 
3,2] j;*WD5 ^ (3. 7 g, 14. Ommo 1 ) fflV^T. £J&08 (4 e) i: 

[0 4 3 5] 

(38b) 

4- T2- (4. 7j^jH fcf^^v^- 1 - ft jkJj>j| 



[0 4 3 6] 
\it 1 9 9 ] 

tfeSfefl] (3 8 a) fc;&v»TR$t3*Lfc4- [2- (4, 

o.- ;v) 7jc-;V] lf^7 '7 > - 1 - * t - 7*f ;vx7 r ;v ( 3 . 9 6 g, 9. 

9 3mmol) *m§£WMl*m^tz 0 

mSE# 2004-3101242 



#M 2003-434312 



^-v: 160/ 



(8 a) tlWK&f&S-^ ^Ml^f^fco # h v U * V* 
l37A?u-?Yy7-7<<- (ft»XfA//A^rt^) LTtRJSMk^W 3 . 7 9g£ 

[0 4 3 7] 

(3 8 c) n . _ . 

[0 4 3 8] 
Mb 2 0 0 ] 



Br 




N | 

(3 8b) tcisv»T«iS$^4- [2- (4, 4-yxf;i/y^nAdfy;v) 7 
^ - ;v] ^5^ - 1 - t - yf ^tA' (3. 7 9g, 9. 4 6mmo 

1 ) zmmwMKm^fzo 

ztizmmm (3 e) raatoiw&afcfTV*, 11^2. 7 5 s * 

[0 4 3 9] 

(3 8 d) . 
4- f 2 - (4. 4 -yxf;Vy^ n^^-y;V) -4- (4 fc 3r-> fc^D 1 - 

[0 4 4 0] 
[ft 2 0 1] 




N , 



cr x> 



(3 8 c) £isv>T#3i$*lfc4- [4-^^-2- (4, 4-yxf^->^ 
^*5/>U) 7i-^] ^?5;>-l-*W»t-W^fA' (9 0 0mg, 1 

8 8mmo 1) £*vV> (1 OmL) fc»#3*fco f<OS^«C^*« (7 a) 
j3V*T|Jli£3:M: 4 f^yf^'Jy^ IglH (4 3 0mg, 2. 8 4mmol). 
th'J^it-7*b + yK (8 10mg, 8. 43 mm o 1 ) > fU- t-^f A'*^* 
x-?Afh77^tn,fWh (3 4 0mg, 1. 17mmol) , JJi^^^y 1 ? 
A (II) (I05mg, 0. 47mmol) &Jn*^ S3R*UfcT\ ^fil OOttlH 

»v>"ci«i« (3 f) fcra^o^iQsaifir^, »«ft#»4 1 3mg«#wiL 

ffiiE# 2004-3101242 



#^2003-434312 



: 161/ 



[0 4 4 1 ] 



1- r 2 - (4. 4-yxf;i/y^D^y;H -4- (4 h ^r'> H°^V v 1 - 



[0 4 4 2] 



Hb 2 0 2 ] 




H 

(3 8d) ^*3V^T^$^4- [2- (4, 4 - yxf ;k>^nA^y;v) 
_ 4 _ ( 4 h*vii^>; v^- l -4 7x;;v] tf^7^>-l-*^**>it 
-7f;VxAr^ (4 13mg, 0. 8 0mmol) £iii^JIUis|-t L-CfflWco 



2 -y^n^ob°;V^^;i/-4 - T2- U. 4 - yxf^yj' p ^* v;v) -4- (4 

[0 4 4 4] 

I-fb 2 0 3 ] 



HMtffl (3 8e) K&^XWkjSkZtifzl - [2- (4, 4-y'xf;Vy?nAif^) - 

4 _ ( 4 _^ y^^\£^<i) W- 1 ;v) (5 0mg, 0. 12 

lmmol) ^Wtttlv^; 0 , , , ^ 

MS m/e (ESI) 468 (MH + ). 
[0 4 4 5] 

(#S»J3 9) . rc . 

1 _ rf . ;l/ _4_ [4- (4-^ h^ri/bf^UV^- 1 ~^^) -2-*fcP 15. 5] 



[0 4 4 3] 

(3 8 f ) 




ttiSEijf 2004-3101242 



#S 2003-434312 



^-v: 162/ 



[0 4 4 6] 
Hb2 0 4] 

OCH 3 




(3 9 a) , 
f'j7;vtn^y^^t^en f5. 5] ->>r ? ^-2-^>-3-^ J^^r^ 

[0 4 4 7] 
[ft 2 0 5 ] 

F O 



>-oo 



4 4 _i^^;w>^tt^^y ^Oftfcl? *t*n [5. 5] * 3 - * > 

('l5g, 90. 2mmol) *{±ll§M*!-^fflv^. MMm (6b) i 

iwiito^a^fi 1 o -c, mmik&yo 20. 9g t lt#^ 0 

[0 4 4 8] 

(3 9 b) 

4. 4. 5. 5-7-h7P<?-^-2-*tfP f5. 51 ^7** - 2 -.x> - 3 -4 fr- 
Tl. 3, 21 ytwn^y 
[0 4 4 9] 
[4b2 0 6] 




(3 9 a) fc*5V*TM3:fc;fc h V ^ n [5 

5] ? Z/fiJ- 2-x->-3 -4 (lOg, 33. 5 mm o 1 ) £ tH^HC^ 

iwfflv^-c, mnm (6 c) traaifcjRj&s-fr, i^o&ssrfi^-c. ^s-fb^7. 6 4 

[0 4 5 0] 

4_ = - 2 M L ^v-j^- : (4-^hn-3-^en T5. 51 »m -2-x/-3-^^ 
[0 4 5 1 ] 



mSE# 2004-3101242 



mm 2003-434312 



^-v : 163/ 



lit 2 0 7 ] 



0 



OCH 3 




gjfetil (7 c) i:i$v»tjRji$*ifc h V 7^n^ ^>^;v*>g|5- (4-*f*->fcf 
^^yy-j-^V) -2-^fD7x-)Vx^r^ (2. Og, 5. 4 3 mm o 1 ) £ 
mi&iiUsB'fflWco 4 - t -y^;v>'^n^^-9-- 1 (4, 4, 5, 5 -TV 

y^^)V) -[1, 3, 2]v^^r^**n7>^'ft^ 1 ) fc, HJfiW (3 9 b) T?»jt$*Lfc 
4, 4, 5, 5-rf7^fJl/-2-xen [5. 5] *t yTiJ - 2 -J. V - 3 - >f 
[1 , 3, 2] ytmn^ (1 . 6 5 g, 5. 9 7 mm o 1 ) fcJBv*, ^ife#J (7 
e) traflfttcRJES*, ra»0«ka«rffo"r«H'fb^ 2. 33 1 g*tfeM»fcL 

[0 4 5 2] 

(3 9 d) 

4 _ 1 -2-Xtfn f5. 5l ^>7 g ^-2-.x> 

- 3 - "f ^) 7x-;V7S> 
[0 4 5 3] 
[ft2 0 8] 



%mm (3 9 c) "C|BS$*Lfe4-^ h*v-l- (4 -~ h n- 3 -* n [5. 5] 
^y^rfs - 2-x>-3-^)i'-7ii^) fcT^'J v> (2. 3 3 1 g, 6.0 6mmo 
1) *ffiS&HCfi-Kffiv*T, ^Jfcfll (6e) fcHfilfcRlSS*, raaftO&SfcfroTSIIfl; 

[0 4 5 4] 

(3 9 e) • 

1 -U - (4-* h*->tr^V 1 jV) [5 - 51 ^^^^-2 

""[0 4 5 5] 




OCH3 



ffiiE#2 004-3101242 



mm 2003-434312 



^- v : 164/ 



lit 2 0 9 ] 



OCH 




(3 9d) T'M^tL/i 4 - (4->f^V^>Jy>-l-^M -2-*tTn 
[5 5] 9'/f *- 2 -J.>- 3 — 4 fr) 7x^75> (1. 79g, 5. 03mm 
o 1) tffi»IttClV>t, §H»J (7g) fcflg*fcKl£3*, GHfcO&SSrfToTMS 

-fk-fr* i . o 7 1 g *mn&mi&t lt#^ 0 

10 4 5 6] 

(3 9 f ) 

4 _ r4 _ ( 4 tf^ij l -W jk) T5. 5l_^ > / 7 g ^-2 

[0 4 5 7] 
lit 2 1 0 ] 

OCH 3 




b*S®J (3 9 e) 1 ~[4- (4 h^vtf^ 1 ; V>- 1-4 -2- 

[5. 5] - 2 - - 3 - 'f ^- 7 x-^] tf^7 v > (4 5 0mg, 

1. 0 6 2mmo 1) *ffi»K«-fcfliv>-C, HJfeffO (3d) fcH*fcfiJS3*. Rl»0«fc 
Sfcfro-C^g'ft^S 2 4 m g **6-feH*t Ltfffco 

[0 4 5 8] 
(3 9 g) 

4 -U - (4-^b^y^ 1 J^>-l-^^ f5. 51 ysTU-Z 



-A )py j.— ;H ^^yv- 1 
[0 4 5 9] ~~ 



ffiSE# 2004-3101242 



#M 2003-434312 



^-v: 165/ 



Ut2 1 1] 



OCH 3 




■?*lj£3*Lfc4-[4- (4-* h*vfc?^'J v>- 1 -2- 

^yTJj- 2 ->f ^7x-^]^5y^- l — * /u^e^Bfc 

t-^i/x^rJV (5 2 4mg, 1. 0 mm o 1 ) *ffl»iR#l-fcfl§V»rt:o * * J £ 

*M^0 (8 a) fcm*fcKJS3*. P0»©ftlt1ro X^M 
5 1 7 m g *fa&Mfc£ x^xntzo 
[0 4 6 0] 
(3 9 h) 

l-[4- (4 b jrvtf^U 1 ziAJ^l -2-Xbfa f5. 5l ^>x^-3 

- 4 )±2. J- ^7 2 ^ 
[0 4 6 1] 
Mb 2 1 2] 

OCH 3 




«M (3 9 g) -eM&Ztitz* -[4 - (4-* h^vtf^V v>-l ;v) - 2- 
Xtfn [5. 5] «7 >TfJ- 3 --f*7x-^]^?y>- 1 -*^#>ait -~f*h)\' 
xxr^ (5 17mg, 0. 9 8 3mmol) JliiWCffiv^ ^Jfcflfl ( 8 b ) £ W 

[0 4 6 2] 

(3 9 i ) 

1 -^^;y-4-r4- (4 b^>t^'J 1 -2-*gP f5. 5] 



[0 4 6 3] 



miE# 2004-3101242 



#M 2003-434312 



^-v*: 166/ 



[ft2 1 3] 




D 



(3 9h) X'WkMZKtz 1 -[4 - (4-^ h * v fcf^U v>- 1 *0 -2- 
Xfcfn [5. 5] ^>f*-3-^^7x-;V]^7V> (5 0mg, 0. 1^1 7 mm 

o i) z&m&m^m^x, mrnu (7h) twim-Kfomt, ^t^i^oti- 

- f ^ ;v _ 4 _[4_ (4-p{ h4r->e^U 1 [5. 5] *7 > 

MS m/e (ESI) 482 (MH + ). 
[0 4 6 4] 

(mm 4 0 ) 

U - 12 - (3. 3, 5, 7^~ ;H tf^-7v>- 

[0 4 6 5] 
[ft 2 1 4 ] 



(8b) -CM^^tL/cl- [2- (3, 3, 5, 
) yjL-)]/-} k?s<7i;y (4 0mg, 0. 13 3mmol) *iti%)gMKM^fco 

(10 b) i:IW|^^s:iS$-tir> I^O^S*: L£ 0 

m^x, z.zxmhtitz!£jm)*$mm dob) tiwi^^fe-e^m^ftLT^Mft^ 

»28mg *m&mfet L-C#7t 0 
MS m/e (ESI) 340 (MH + ). 
[0 4 6 6] 

mmm 41) 

1- (2-x.h*is*.?-)V) - 4- [2- (3, 3, R, 5-f l>9^f^>^nA^r^ 




[0 4 6 7] 



miE# 2004-3101242 



#M 2.0 0 3 -4 3 4 3 1 2 



167/ 



Ht 2 1 5 ] 




HCI 



(8b) T?»Bi3*Lfcl- [2- (3, 3, 5, 5-fh5^^a^^ 
) fcf^7> ? >' (4 0mg, 0. 1 3 3 mm o 1 ) 5: ttJ^H^Kffl V*fco 

-c, mmm d ot>) tBWKB&s*, w«itt/:o 

ggwt. ict»&MJt»**«W dob) tra^w^ft-cffiSt^kL-cSffi^ 

© 3 4 m g Uftfto 
MS m/e (ESI) 373 (MH + ). 
[0 4 6 81 
(Hffifll 4 2 ) 

1 -v»n-/ntf;v^^-;v-4 - [2 



(4. 4 -v^f-^v^ P^^y^) -4 



fef ^ 



[0 4 6 9] 
Ht 2 1 6 ] 




HCI 



(4 2 a) 
II. 



[0 4 7 0] 
[ft 2 1 7 ] 




IN 1 



w /(3e) T«l**Lfc4- [4-^^-2- (4, 4-^f^>^A*yiV 
) y^-)V] 1 -#;V**>^t -y^;V^^-r;v (8 0 0mg, 1. 77m 

mo 1 ) SrtmftWfl-Kffiv^. 

ffi§E# 2004-3101242 



mm.2 003-434312 



^-v : 168/ 



QmZft 5 9 7 m g LXWtz 0 
[0 4 7 1 ] 
(42b) 

1- T2- (4. 4 -vV^JVy^n^^^^) 



4 - bf ^ v y > - l - ;V7 .x ~ fr] 



[0 4 7 2] 
Ht2 18] 




(4 2 a) K&^XMlkZtiKA- [2- (4, 4 - *J * v * n^* - 
5 9 7 mg, 1. 3 1mmol) 

«m (3 g) tmMKfrfcmt, mm^mm^r^. mmit&mi 1 9mg^»ii 

[0 4 7 3] 

(42c) 

l-y^nyPWf^-4- T2- (4. 4-y^f-^ '>»P^^'>^) 
'Jy>-l--f;V7x-;Vl \Z'*. ; 7=J> HSlWOSl 
[0 4 7 4] 
Hb2 1 9] 




(42b) tc^v^rmit^^l- [2- (4, 4-y^f;Vy^A^y;v) - 
4-tf^'jy>-l-'f;V7x-;V] (5 0mg, 0. 14 1mmol)£ffi 

6 5 m g zm&mfat Lxntzo 

MS m/e (ESI) 410 (MH + ). 
[0 4 7 5] 



mmm 4 3 ) 



ttSSE# 2004-3101242 



mm. 2003-434312 



*-z? : 169/ 



[0 4 7 6] 
[it 2 2 0] 




[0 4 7 7] 

(4 3 a) 

4 - T2 -(4. 4 -yxf)Vy»P^^»- 

[0 4 7 8] 
Ut2 2 1] 



1 5 -* h_^V7^=MJ^£iZ 




(6f) -C^$tL^l-[2-(4, 4-v^-^;^>^n^^^-l-^-^)- 
].+e/7x-^]e^9^V (0. 9g, 2. 7mmol)^ffl^,« (3 
d) t:tv>?IIt Ltv?^ n n> ^ >of^fc i) i:f > 7 n Kn 7 7 >trfflv\ MMM (3 
d) ttmKEUS*** R*©*«*froT«»frfrW0. 9 6g«ffei»J:U 

[0 4 7 9] 

(4 3 b) 

1 -T2 -(4 . 4 - yxf;V->^nAJp->jV)- 5 h^y-7 j.~;Hfc^7^-l- 

[0 4 8 0] 

Hb2 2 2] 




(4 3 a) K^V>rM*^4-C2-(4, 4 -i^^v* n^*J?-- 1 
- ; p)_5_^^ i/7l ^]^7yy-l-*W>tt-7*f^r^ (0. 9 
6g, 2. 2mmo 1) ^;-^tr b5t Kn7 7 >^Ml^H 



aiiE# 2004-3101242 



#M2 003-4343 12 



170/ 



K>*;-»*m^ mmm (8a) trant^Ris**. ^^i^otiiw 

0. 9 5g^fe»«t*ttt#fco 
[0 4 8 1] 

[0 4 8 2] 
[ft2 2 3] 
Br 




(43b) MV>Ti*S*Lfcl-[2-(4.4- * n ^ 9y 5 " 

o*y7x^]t^7^v-i-*^**^t-/f^r;v (0. 9g, : 2. o 
[0 4 8 3] 

/ - r 3 2 - ( 4 . 4 v ^ » 2 » 5 ^* J " ^ ~ 4 ~ S 1J I ~ 5 ~ * Y * * y * = &3 ^° 

[0 4 8 4] 

Mb 2 2 4 ] 




Omg 0. 3 9mmol) (3£) K«V*. h U - t - ***~* * 

[0 4 8 5] 

[0 4 8 6] 



ffi|E# 2004-3101242 



#M 2003-434312 



*J : 171/ 



[ft 2 2 5 ] 




(4 3 d) HiJV>-CtlHi£*irt:4-[2-(4, 4yxf^->^OA^yji/)-4- 

(8 0mg, 0. 2mmol) (8b) fcPMMcRlS**, PWOMMroT 

«ffift^%4 0m g £Jtfe@#t ttffc. 
[0 4 8 71 

4 lrV-(4 --^^JVH'^^y >- 1 5 -(4. 4 - yxf JVy^nA^y)V) 

[0 4 8 8] 
[ft 2 2 6 ] 




»(4 3e) K*V»T«jft«ttfc4-[5-(4, 4-yiW^nM^)-2 
h ^^_ 4 _tf^7>?>- 1 ->f«/7x-^]*A'* , J > (2 Omg, 0. 0 4 8m 
mol) **Mi?!J (6g) P«v^ ^>9lsKnlf9>-4-**/t^iiKO«fcpC 
n-WTfl/fk^iv^Hfl (6g) fcmM*fcRJE&3*> ra^^aSrfro-CM 
ft^ft 1 1 m g L-Cf*fc 0 
MS m/e (ESI) 472 (MH + ). 
[0 4 8 91 

(^i&^!!4 4) _ 

U - f 2 - (4-t-7 , f^yj r a^y^) g ^jz 1 -4 jjd 



MS m/e (ESI) 400 (MH + ). 

[0 4 9 0] _ 

p.- |4 - r 2 - (4 - t zl ?±frj£$JU£^£21d. 7^c-;Vl ^7y >-lMJH 
MS m/e (ESI) 386 (MH + ) . o _ n 

£i}lE#2 004-3101242 



!&m 2003-434312 



^-v : 172/ 



MS m/e (ESI) 405 (MH + ). 

2 - |4- T2- (4 - t -T'^^y^ 1 7^-^] grjZ>L^J= 

\-4M — N — J-^-JVT-tr h_T_LJf 
MS m/e (ESI) 384 (MH + ). 

1- r 2 - (4-t-^fJVyj r nA^y^) - 4 - vy~ n -fu \d .fr* E 

MS m/e (ESI) 355 (MH + ). 

l- T2- (4 - t -T^vv^p^-fr- l --^-^) -7^-;H - 4- t^^^^y 
MS m/e (ESI) 313(MH + ). 

1- 77y-3-^;Mf^-4- f2- (3. 3, 5. 5-f W^a^-> 
MS m/e (ESI) 381 (MH + ). 

1 - [4 - h^rvbf^U Vy- 1 -4 ;V) -2- (3, 3. 5. 5--rh-7>-7- 

;i/v^p^^-»- 1 -x~;M 7^~;H - 4 -7°p b>^7->' y 
MS m/e (ESI) 454 (MH + ). 

2 - j4- [2- (4 - t zLZ±JLk-£ P^^r v;V) 7^-)^ \£^<7 v > - 1 - ± M 
MS m/e (ESI) 428 (MH + ). 

2 - ]4- [2- (4 - t p^>^ v;^) -7^-;vl bf^7 l --f >l 

_ ! _ e n ij y >_ 4 -4 ;vj.^ 7 ^ 

MS m/e (ESI) 412 (MH + ). 
[0 4 9 1 ] 

1 -yjg^y- 1 -spy- 2 - 14 - T2- (4 - t -r-f-;V'>^P^^r->^) 
MS m/e (ESI) 440 (MH + ). 

3 _ (4 - t -rf^y^ n^^->;v) -4- (4 v> - 1 -W jVj ^> 
MS m/e (ESI) 382 (MH + ). 

1 _^;v_4- [2- (4-t-7'f;vy^a^y^) - 4 - tfu v > - 2 ->f 
MS m/e (ESI) 434 (MH + ). 

4 - (4 - t -7f-JV~>gP^3"9— 1 - 3- (4-W^ 7y>-l- 

7x-;V7^ > J^M^ 
MS m/e (ESI) 370 (MH + ). 

[ 4 _ (4 - t -7 > ^-;i/'>^P^^r-»- 1 -^-^) -3- (4-^tf^?y>-i 

MS m/e (ESI) 398 (MH + ) . 
U- (4 - t -r^;v>^p^^r->;v) - 3- (4-^^9y>-l-^^) 2 

MS m/e (ESI) 400 (MH + ). 

1 — F 4 — (4 -pt > ^rvtf^'; j>'^- 1 -^f;V) -2- (3. 3. 5. 5-f l-7^f 
;y->^ p^s^-^- l - J.— Jl/) 7x^ ;vl -4-^>f;v^^7y ? > 
MS m/e (ESI) 482 (MH + ). 

I- [2— (4 — t — p^^r-^— 1 — ;V) —4— (4 — > h ^rVtf-^U 2 

MS m/e (ESI) 454 (MH + ). 
[0 4 9 2] 

1 _ rf - ;l/ _ 4 _ f 2 - (4-t-7 , f;i/y^PA^i/;V) -4- (4 b 

mUW 2004-3101242 



mm 2 0 03-434312 



^-v : 173/ 



MSm/e (ESI) 470(MH + ). . _ 

! _ r 4 — u-* L±vl^!2 2>_= 1 zl±M -2-*ep [ 5. 51 

MS m/e (ESI) 494 (MH + ). 

1- T4- [5. 51 fr^a-S-^JV? ^-^) ^ 7 y/-l-^^ 

1 

MS m/e (ESI) 383 (MH + ). , 
(s) _ ! _->^n7°Pti 0 ;V>f-;v-4- f2- (4, 4 - V3-*fr*/9 p^* v jV) - 
4 _ ( 3 _^ h^~>bf^ij yy- l ->f)lO 7x^»l bT^7V> jMl 

MS m/e (ESI) 468 (MH + ) . 

1 _y^ ;l/ _ 4 _ [2- 7x-^] ifiM® 

MS m/e (ESI) 357(MH + ). . 
r4 _ ( 4 _ t -yfjv^^OA^y^ - 3- U-T^frfc^ -y^- 1 JW ^ 

MS m/e (ESI) 429(MH + ). . , 

[- 5 - ( 4 - t -^ , f-;v>^a^^'>^) -4- (4-yf^M 7y^-l-^W - 

MS m/e (ESI) 430 (MH + ). 

l-y^n^t:W^-4- T2- (4. 4-yxf;Uyj>n^f-l-x- ;v) 

MS m/e (ESI) 383(MH + ). 
l-y^n^Pti;vyf^-4- \2- (4. 



MS m/e (ESI) 385 (MH + ) 

[0 4 9 3] , _ 

1- r 2 - (4. 4 -y^^-^v^P^^-^-- 1 -^-^) -5-> F^ y7x-;V1 - 

4 — -fu \£ ^ 2 v > 



MS m/e (ESI) 371 (MH + ). ^ , . 

. r4 _ (4-^^7-7^-1-^^) -5- (4. 4-y^^JV^^P^^rv^) 

MS m/e (ESI) 430(MH + ). , , , - ._ 

1-7°p£°;V-4- T4. 5] - 7 - x> - 8 ->f fr7 x -JW fc^v 

2 > 

MS m/e (ESI) 339 (MH + ). . . 

l-7'pe;V-4- (2-^tfP T4. 51 f»-8-^7i^ ) fc^jTvL^ il 

MS m/e (ESI) 341 (MH + ). „ 

MS m/e (ESI) 397 (MH + ). 
T4- (4-7-fjve^7y>-1-^;v) - 2 - > h^-v-5- ( 3 T 3__, 5. 5-7- 

MS m/e (ESI) 430 (MH + ). . r » „ 

4- T4- (4-^>f;i/^7->^-_l--f^) -3-^HP [ 4. 51 

y- 8 — W JV7ji— ;i/1 U^. " 



MS m/e (ESI) 452 (MH + ). _ , . . 

1 _^ ;l/ _4- [2- (4-t-7 , f^yj r PMy;v) - 5 -* h* ->7 x--;H g 

MS m/e (ESI) 387(MH + ). , ^ , _ . . ^ 

I 4 _ [ 2 - (4 - t -•7 , ^;Vv^P^^r->JV) -4-> f#y7 x-JH 

miiE# 2004-3101242 



#M2 0 0 3-434312 



^-v : 174/ 



MS m/e (ESI) 387 (MH* ) . 

_ jl ^_4H-^/'/n. 41 **-* s J>-3-* V ttEfeffi 

MS m/e (ESI) 442(MH + ) - ..i 

MS m/e (ESI) 416(MH + ). . ... _ , 

*-_ t A-*-rr*a,*,*u^**s») -7- (4 -^»^7V/- —f») 1 

MS m/e (ESI) 428 (MH + ). . . 

3 _ |4 _ r^- (4- t --r+fr'stvi^**/^ z* LEJkl 

MS m/e (ESI) 387(MH + ). , , „ i v 

MS m/e (ESI) 442(MH + ). . , i a iu 

) 7x^;i/| x* y > MI 

MS m/e (ESI) 399 (MH + ). rj ^,,.-^,1^ 

l^gferr^T^ - 3 . 4 -y v.yp-2H- ^ ri gllBE* H 

MS m/e (ESI) 442 (MH + ). 

4 _ [ 3 - ( 4 , 4-^W^°^*t-l-*-*) -4- (4-4 ^7f;VtA 
MS m/e (ESI) 412 (MH + ). 

4-°[l- 5 (4-W^7V>-l-^) -3- (4, 4-***-***n^** 
>U) 7x-M -2, 6 -V * 13LW& 

MS m/e (ESI) 442 (MH + ). -v* n^** 



MS m/e (ESI) 412 (MH + ). . n ,.,,,v = 

MS m/e (ESI) 398(MH + ). __ , ^ 

MS m/e (ESI) 327 (MH + ). . . . 

4- [3- (4- t--7^;v->^n^^v;v) -4 - u-^^yy^-ln^ 

MS m/e (ESI) 442 (MH + ). ji^vW 

MS m/e (ESI) 345(MH + ) . _ , _ . , # 

!_ [2 _ ( 4 - t -^;V~>»P^^^- 1 -^~JV) -4- (2 — *Jl5. 



MS m/e (ESI) 357 (MH + ). 
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4 -> 



MS m/e (ESI) 414(MH*) . , ^ = v _ 

MS m/e (ESI) 399 (MH + ). 



MS m/e (ESI) 381 (MH + ). 

1 _ T 2 — (4 - t -^JVv^P^^W 7j.-;VJ - 4 



77>-3 -"f ±Jk. 



MS m/e (ESI) 38l(MH + ). ^ _ _ _ , - 
1- 14 - f2- U. 4-^*^'>* p yN *'>^ 7x^1 1 ±Jk. 

MS m/e (ESI) 341 (MH + ). ^v^jvv^^ 

MS m/e (ESI) 454 (MH + ). _ _ , . _ 

MS m/e (ESI) 325 (MH + ). nA *,. 

MS m/e (ESI) 442 (MH + ). r( . ,n ^ v o _ 
4_ [4- (A-T-fJV^^yy-l-^^ -3- ^^a T5. 51 t> ST* d_ 

MS m/e (ESI) 454 (MH + ). -yr, Va,*/^ 

1__ F2- U. 4-^^'>»P^*~>^ -7^^ ;vl -4-7Pfcfrfc^7^*" 

MS m/e (ESI) 343(MH + ) . , ^ , . „ ^ . , „ v _ t _ - 

MS m/e (ESI) 355 (MH + ) . 

I -f9v-\ -*y 

MS m/e (ESI) 371 (MH + ). *v*->tT^'J 

^ TwA/i -4-^p^^^^^^> MEM 

MS~m7e (ESI) 454 (MH + ). . _ 

T2- (4. 4-v^7"^'>-»p^^v;V) -4- ( 4 - ^^v bA')y/-l 

MS m/e (ESI) 484(MH + ). . 

TTu- r?.- (4. A-vx-*i\s*y**^*yM K^ 7 y^- 1 ->f * 

[ ~fxs-i--*y 

MS m/e (ESI) 37l(MH + ). , n - - )U i m 

T ^-r+^-A- \ 2 - jA 4-^^^ j V^^a^^v^) 



MS m/e (ESI) 357 (MH + ). 
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4 -y^^JVv^n^jr- fr- 1 -J^JV) 




MS m/e (ESI) 482 (MH + ). 

[0 4 9 8] ^ 
(fftK-W 1 ) Iurkat ^jM ^t'^t &4K^fHflfi 
<Human f ibronectin0965ty V- K«@^> Wnlia * A wfered saline ( 

Human f ibronectin(Becton Dickinson Biosciences^) phosphate «er ^ ^ 

Si*^- f (Becton Dickinson*^) l^iD LT 4?* 1*W J^/^ 
- h**Jt****U dttKlll bovine serum albumm(UTBSA« J- 5^**^ 



7rm 

rf-i*. c , 10 5 «/ » e llK«:.&J: ; }80,<l/wellStQLrt:. CftK«fcl-* lmgA»l B 
Urtf EPMI1640-eP^L^100nMphorbol myristate acetate (UTPMA^fcJo Sigm a?£X 

nollacftyl^ D-glucosaminide(Sigmat±^) XW>.25 % Triton X-100 Sig^tt*) 

noi in ac.ei.y i P . , r r oca .. i / mo i i «c-fin 1 „ C0a incubator KX*tr37TC 

ie buffer pH10.4*90/« : 

at* Micropia.e RBit u. i ^'-* T40 ?2!^?Jl 
feL***IMft***>fc- ******* or±#Ufc»*Blft**50%»c«iMi-*4Mb^ 
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Bioscience***) KM L*. #«b it* 2 

2**fc»w5*0.5.1OPBSKWiliiL*:^ (^«*tt» |10mlf 

it ,S%*3^1**b^*0.S.llPiL««L, ^1200^7^^^ 
T #fe*Lfc*P»*lW^l bovine serum albumin^TBSAi: i&to Signatt»)*trPBS 

KiOlmg/ml BSA*trPBS-C2El*»L. 5 xlO'fl/UKft * i 7 tag/«l BSA#trPBSl~» 

ga u -tits b# s t 

S^i^U- cells (JilTHUVEC t B&i") * 10. fetal -If seru 
mS^SO^g/ml endothelial cell growth supplement (Becton ^^son Bioscien cett 

n^coHagen type 1«**B«96*^- hQwaki^^U CO, £W 
- (H^^thM) T?3HlfflJ§*tfeo (confluent) U4otv^utf:l«,t 

Ctt^lOO^ l/weil©PBS«r«aiPU«ffll*4^4rt?«flFU*:o 
j2^Bsl^trRPMI1640 medium(Sigma*±m)6. 5ml 

HC80^1/well^«L^ o CtLKl, Klmg/mlB S A*r#tr R PM I 1 6 4 

KK#RbfcflS«»*10^ 1/well fc lmg/ml B S A \ ) \ ^ r^ T 

M phorbol myristate acetate (ttTFUAfc**. Sigmatt®) ^10^ l/well» L OOa J 

ifiA(Vr*»lnl»i*L NP-40(Calbiochemt±)^^tfPBS^100^1/well»UT, 
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(KM 3 ) LazojoneM^llg^M ^^ K * B * ft*WHB 

(754-ethoxymethylene-2-phenyl-2-oxazolin-5-one (aTaxazolanefc ■>•*". SigmattSfc) 5: 
tr 100% x * y - )V }#« 150 /i 11* * * K« L o 
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tt» #?X&*m (f^i) *«wr«L<»*U>.5% oxazolone*Hrfr 

<0xazolonelC <fc -2>Sf.Si> _ , ^^-.-^-^^-r/^trr 

Oxazolone^ lt*63B 1 PttU 40 S ^ *****~T*&Z 7+**f* 

Sb^To«h?cellulose (Wako*±i*) ^,2? 

2mlO50mM KPB, pH6.0*iDx.. SOOOrpm, 4<C. 10*HM* LTJii* 2 M^P 
^itK!»J-lmlO0.5X Hexadecyltrimethyl-ammonium bromide (SigmattSc) ObUmM w 

10^Ma^bT±»*#fco ±»*<DDi7elopenaida8e«fttt»±aT© J: ^ K«SL|fe 

i-^pb*, »e,*Lfc±mO/ilfc37rfc«»Lfc0.017% o-dianisidine (SigmatfcSi) 
ktfO 0005%»BMfc*«* (Wakott») £Hrtf50mM KPB, pH6.0 Sr200^ linx* 450nm K 
JSlt*«*K*fl;»C«bTkinetic*-Kt?»»Kl^«, EL340 Automated Micropl at 

in.) o 4Mk-fr*0»*K:o^-Ct±, oxazoloneny hn-;vS, f-fcfclboxazoloneJfeffi/ 
ft^**#-^#fc»i'*JW*s (%) tutt^t^o 
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[0 5 0 4] 

Dextran sulfate ^i«(ttTDSS2:>lf. IOtttS) *l~3%fc« :* ( 

ft****»**M**fc. fF«giiDisease Activity Into ; • 

S*0.5% methyl cellulose (WakottiS) fctt**U IB B 

-7H«aH«P«*Lfc. «t«l. 7, 8, 9. 10. 12 ; 13, 14, 15, 1 
7 1 8 1 9 2 0, 2 2, 2 8, 3 0, 3 1 . 3 2 # X tf3 4 ©ffrfirffrli, DSS=i ✓ 

[SmJlOjpJfflnrfgtt] 
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